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Amendments to the Claims : 

This listing of claims will replace all prior versions 
and listings of the claims in the application. 

Listing of Claims g 

2. (currently amended) Pyridylalkane , pyridylalkene and 
pyridylalkine carboxamindes of formula (I) 




(i) 

wherein : 

R 1 is selected from the group consisting of hydrogen, 
halogen, cyano, Ci-Cg-alkyl, C 3 -C 6 -alkenyl , C 2 -C 6 -alkinyl , 
trif luoromethyl , C 3 -C 8 -cycloalkyl , Ci-Cg-hydroxyalkyl , hydroxy, 
Ci-Cg-alkoxy , C 3 -C 6 -alkenyloxy , C 3 -C 6 -alkinyloxy , benzyloxy, C^- 
C 7 -alkanoyloxy, C 2 -C 7 -alkoxycarbonyloxy , Ci-Cg-alkyl thio , C 3 -C 6 - 
alkenylthio, C 3 -C 6 -alkinylthio, C 3 -C 8 -cycloalkyloxy , C 3 -C 8 - 
cycloalkylthio , C 2 -C 7 -alkoxycarbonyl , aminocarbonyl , C 2 -C 7 - 
alkylaminocarbonyl , C 3 -C 13 -dialkylaminocarbonyl , carboxy, 
phenyl, phenoxy, phenyl thio, pyridyloxy, pyridylthio, and 
NR 5 R 6 , wherein 
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R 5 and R 6 are selected independently of each other from 
the group consisting of hydrogen, Cx-Cg-alkyl, C 3 -C 6 -alkenyl , 
C 3 -C 6 -alkinyl , benzyl and phenyl; 

R 2 is selected from the group consisting of hydrogen, 
halogen, cyano, Ci-Cg-alkyl, trif luoromethyl , hydroxy, Cx-Cg- 
alkoxy, benzyloxy and Ci-C^-alkanoyloxy ; 

R * and V? - t — if adjacent, — may form a bridge selected from 

- ( CIIg K — and (CHpCII)* — or CIL>0 ClC f P O , wherein 

R ^and R* arc selected independently from each oth e r from 
hydrogen and C T — alkyl; 

R 3 is selected from the group consisting of hydrogen, 
halogen, Cx-Cg-alkyl, trif luoromethyl and Ci-Cg-hydroxyalkyl ; 

R 4 is selected from the group consisting of hydrogen, Cj.- 
C 6 -alkyl , C 3 -C 6 -alkenyl , C 3 -C 6 -alkinyl , C 3 -C 6 -cycloalkyl , 
hydroxy, C^-Cg-alkoxy and benzyloxy; 

k is 0 or 1, 

A is selected from the group consisting of 
Ci-Cg-alkylene, 

a substituted Ci-Cg-alkylene which is substituted one to 
three-fold by Cj-Cg-alkyl, hydroxy, C 1 -C 3 -alkoxy , or fluorine, 
or phenyl , 

C 2 -C 6 -alkylene, in which a methylene unit is isosterically 
replaced by O, S, NR 9 , CO, SO or S0 2/ wherein, with the 
exception of CO, the isosteric substitution is not adjacent to 
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the amide group and R 9 is selected from the group consisting of 
hydrogen, Ci-Cg-alkyl, C 3 -C 6 -alkenyl , C 3 -C 6 -alkinyl , Ci-Cg-acyl 
and Ci-Cg-alkanesulf onyl , 

1 , 2-cy c lopropylene , 

C 2 -C 6 -alkenylene, 

a substituted C 2 -C 6 -alkenylene which is substituted once 
to three-fold by Ci-C^-alkyl, hydroxy, C 1 -C 3 -alkoxy , fluorine, 
or cyano or phenyl , 

C 4 -C 6 -alkadienylene, 

a substituted C 4 -C 6 -alkadienylene which is substituted 
once or twice by C 1 -C 3 -alkyl, fluorine, or cyano or phenyl ; 

1,3, 5-hexatrienylene, 

a 1 , 3 , 5-hexatrienylene which is substituted by C 1 -C 3 - 
alkyl, fluorine, or cyano or phenyl , and 

ethinylene , 

D is selected from the group consisting of C 2 -C 10 - 
alkylene, 

a substituted C 2 -C 10 -alkylene which is substituted once or 
twice by Ci-Cg-alkyl, hydroxy, or Ci-Cg-alkoxy ; 

C 4 -C 10 -alkenylene, 
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a substituted C 4 -C 10 -alkenylene which is substituted once 
or twice by Ci-Cg-alkyl, hydroxy, or Ci-Cg-alkoxy ; 

C 4 -C 10 -alkinylene, 

a substituted C 4 -C 10 -alkinylene which is substituted once 
or twice by Ci-Cg-alkyl, hydroxy, or Ci-Ce-alkoxy ; and 

C 2 -C 10 -alkyl ene , C 4 -C 10 - alkenylene or C4-C 10 -alkinylene, in 
which one to three methylene units are isosterically replaced 
by O, S, NR 10 , CO, SO, or S0 2 , wherein R 10 has the same meaning 
as R 9 , but is selected independently thereof; 



q is 1- — 2-; — or — 3- ; 

R 11 is selected from the group consisting of hydrogen C x - 
C 6 -alkyl, hydroxy, hydroxymethyl , carboxy, or C 2 -C 7 - 
alkoxycarbonyl , 

R 12 is selected from the group consisting of hydrogen, C^- 
C 6 -alkyl and an oxo group adjacent to a nitrogen atom, 

and wherein R 11 and R 12 may together form a Ci-^-alkylene 



E is 




wherein 
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bridge under formation of a bicyclic ring system; 

G is selected from the g roup consisting of Gl, S9r- f — G3 , 
— and G5 , wherein 

G 1 is - (CH 2 ) r - (CR 14 R 15 ) S -R 13 

r is 0, 1, 2 or 3, 

s is 0 or 1, 

R 13 is selected from the group consisting of hydrogen, C x - 
C 6 -alkyl , C 3 -C 6 -alkenyl , C 3 -C 6 -alkinyl , C 3 -C 8 -cycloalkyl , 

saturated or unsaturated four to eight -member ed 
heterocycles which contain one or two hetero-atoms selected 
from the group consisting of N, S and 0, 

benzyl, phenyl, 

monocyclic aromatic five or six-membered heterocycles 
which contain one to three hetero-atoms selected from the 
group consisting of N, S and 0 where the heterocycles are 
either bound directly or over a methylene group, 

anellated bi- and tricyclic aromatic or partially 
hydrogenated carbocyclic ring systems with 8 to 16 ring atoms 
and at least one aromatic ring, wherein the linkage may occur 
either over an aromatic or a hydrogenated ring and either 
directly or over a methylene group, 

anellated bi- and tricyclic aromatic or partially 
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hydrogenated heterocyclic ring systems with 8 to 16 ring atoms 
and at least one aromatic ring, wherein one to three ring 
atoms are selected from the group consisting of N, S and O and 
the linkage may occur either over an aromatic ring or a 
hydrogenated ring and either directly or over a methylene 
group, 

R 14 has the same meaning as R 13 , but is selected 
independently thereof ; 

R 15 is selected from the group consisting of hydrogen, 
hydroxy, methyl, benzyl, and phenyl, 

monocyclic aromatic five or six-member heterocycles , 
which contain one to three hetero-atoms selected from the 
group consisting of N, S and O and wherein the heterocycles 
are either bound directly or over a methylene group, 

anellated bi- and tricyclic aromatic or partially 
hydrogenated carbocyclic ring systems with 8 to 16 ring atoms 
and at least one aromatic ring, wherein the linkage occurs 
either over an aromatic or a hydrogenated ring and either 
directly or over a methylene group, 

anellated bi- and tricyclic aromatic or partially 
hydrogenated heterocyclic ring systems with 8 to 16 ring atoms 
and at least one aromatic ring, wherein one to three ring 
atoms are selected from the group consisting of N, S and O and 
the linkage occurs either over an aromatic ring or a 
hydrogenated ring and either directly or over a methylene 
group, 
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G 2 — ±-s — selected from the group conoiating of 
-C-(CH 2 ) r -(CR 14 R 15 ) s -R 13 1®*^ 

O 



and 



13 P 1J 



C-(CH 2 ) r -NR R 



(G2b) 



O 



wherein r , — s and the subs titu t e nts R** to R** can have the 

above meaning, — or — the group »NR n fi n iQ a nitrogen containing 
heterocycle , 

wherein — -NR^R^ ig a nitrogen containing hetcrocyclc bound 

over — the nitrogen atom selected from th e group consisting of 

saturated or unsaturated m o nocy c li c , — four — bo eight™ 

membered nitrogeii-coiitaiiiing heterocycles , — 

saturated or — unsaturated monocycli c , — four — to eight" 

membered nitrogen" containing heterocycles which, — aside from 
the e ssential nitrogen atom, — contain one or — two — further 
hetero" atoms — selected from Lhe group consisting — of N, — 3 and O, 

saturated or unsaturated bi 1 — or tricyclic an e llated or 

bridged ni Lrogen-containing heterocycles with 0 — to 1G — ring 
atoms , 

saturated or — unsaturated bi- — or — tricyclic anellated or 

bridged ni trogen^coriLaii ' iing heterocycles with 8 — to — 3r6 — ring 
atoms which aside — from the ess e ntial nitrogen atom, — contain 
one or — two — further h e tro - atoms — that are selected from N, — 3 and 
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0*— 3rs SO , ( Cll ^-f r -R** 

wherein r and R** hav e — the above meanings , 



3r^- 



rr 



Ar 2 



wherein 

£rr T and Ar^ arc — aclcctcd independently from each other 

from the group consisting — of phenyl, — pyridyl and naphthyl , 



& is GOR 1 



-±-s — selected from the group consisting of 



trif luoromethyl , — e T — € ^ alkoxy, — B^— alkcnyloxy, — and benzyloxy, 

wherein G is not - (CH 2 ) r - (CR 14 R 15 ) S -R 13 when 
R 13 represents pyridyl or phenyl, which may be substituted by 

halogen, alkyl, alkoxy or trif luoromethyl , 
R 14 represents hydrogen or phenyl, which may be substituted by 

halogen, alkyl, alkoxy or trif luoromethyl , 
R 15 represents hydrogen, 

A represents alkylene, substituted ethenylene or 

butadienylene, 
D represents alkylene or alkenylene, 
E represents piperazine or homopiperazine, and 
s is 1; 

wherein G is not phenyl, N-containing heteroaryl, 
-CH 2 ) o-2"CH 2 -C 6 H 5 , - (CH 2 ) 0 _ 2 -CH 2 -C 5 H 5 N, 
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/C 6 H 5 or /C 6 H 5 

-(CH 2 ) 0 _ 2 — CH -(CH 2 ) 0 _ 2 — CH 



C 5 H 5 N C 6 H 



5 



wherein the phenyl group or moiety may be substituted by one or 
two members selected from the group consisting of halogen, a 
Ci-Ce alkyl, trif luoromethyl and a Ci-Cg alkoxy, 



when 

R 1 is hydrogen, a halogen, a Ci-Cg-alkyl, a Ci-Ce-alkoxy , a 
Ci-Cg-alkylthio, a C 3 -C 8 -cycloalkyloxy , a C 3 -C 8 - 
cycloalkylthio, a C 2 -C 7 -alkoxycarbonyl , carboxy, a phenyl, 
a phenoxy, a phenylthio, 3-pyridyloxy or 3 -pyridyl thio ; 

R 2 is hydrogen, a hydroxy, a C 1 -C 7 -alkanoyloxy or a C 2 -C 7 - 

alkoxycarbonyloxy , or when R 1 and R 2 are adjacent to each 
other, they may combine to form tetramethylene or 
-CH 2 OCR 8a R 9a 0- , wherein R 8a and R 9a are the same or 
different and are each a Ci-Cg-alkyI; 

R 3 is hydrogen, a Cx-Cg-alkyl or a hydroxy-C!-C 6 -alkyl ; 

A is a Ci-Cg-alkylene or - (CR 6a =CR 7a ) ra- , wherein R 6a is 

hydrogen, a Ci-Cg-alkyl or a phenyl, R 7a is hydrogen, a C ± - 
C 6 -alkyl, cyano or a phenyl, and ra is 1 or 2 ; 

R 4 is hydrogen; 

D is a Ci-CiQ-alkylene or a C 4 -C 10 -alkylene interrupted by at 

least one double bond; and 
E is selected from the group consisting of piperazine, 

piperazine, which is substituted by Ci-Ce-alkyl, 

homopiperazine, and homopiperazine , which is substituted 

by Ci-Cg-alkyl . 
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3. (Currently amended) A compound according to formula 

(I) 




(I) 

wherein 

R 1 is selected from the group consisting of hydrogen, 
halogen, cyano, Ci-Cg-alkyl, trif luoromethyl , C 3 -C 8 -cycloalkyl , 
Ci-Cg-hydroxyalkyl , hydroxy, C 1 -C 4 -alkoxy , benzyloxy, C 1 -C 4 - 
alkylthio, Ci-Cs-alkanoyloxy , C 1 -C 4 -alkyl thio , C 2 -C 5 - 
alkoxycarbonyl , aminocarbonyl , C 2 -C 5 -alkylaminocarbonyl , C 3 -C 9 - 
dialkylaminocarbonyl , carboxy, phenyl, phenoxy, phenyl thio, 
pyridyloxy, and NR 5 R 6 , wherein 

R 5 and R 6 are selected independently of each other from 
hydrogen and Ci-Cg-alkyl; 

R 2 is selected from the group consisting of hydrogen, 
halogen, cyano, Cx-Ce-alkyl, trif luoromethyl , hydroxy, and C x - 
C 4 -alkoxy ; 



R 3 is selected from the group consisting of hydrogen, 
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halogen and Ci-Ce-alkyl ; 

R 4 is selected from the group consisting of hydrogen, C x - 
C 6 -alkyl, C 3 -C 6 -alkenyl , C 3 -C 6 -cycloalkyl , hydroxy, Ci-Cg-alkoxy 
and benzyloxy; 

k is 0 or 1, 

A is selected from the group consisting of C^Cg-alkylene, 

a substituted Ci-Cg-alkylene which is substituted one to 
three- fold by C 1 -C 3 -alkyl / hydroxy, or fluorine-; — o r phenyl , 

C2-C 6 -alkylene, in which a methylene unit is isosterically 
replaced by O, S, NR 9 , CO, SO or S0 2 , wherein, with the 
exception of CO, the isosteric substitution is not adjacent to 
the amide group and, the residue R 9 , is selected from the group 
consisting of hydrogen, C^Cg-alkyl, C!-C 6 -acyl and methane 
sulf onyl ; 

1 , 2 -cyclopropylene , 

C 2 -C 6 -alkenylene , 

a substituted C 2 -C 6 -alkenylene which is substituted once 
to three- fold by C 1 -C 3 -alkyl, hydroxy, fluorine, or cyano- oir 
phenyl , 

C 4 -C 6 -alkadienylene , 

a substituted C 4 -C 6 -alkadienylene which is substituted 
once to twice by C^Ca-alkyl, fluorine, or cyano or phenyl ; 
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1,3, 5-hexatrienylene, 

a substituted 1 , 3 , 5-hexatrienylene which is substituted 
by C 1 -C 3 -alkyl, fluorine, cyano, and 

ethinylene , 

D is selected from the group consisting of C 2 -C 10 - 
alkylene, 

a substituted C 2 -C 10 -alkylene which is substituted once or 
twice by C 1 -C 3 -alkyl or hydroxy; 

C 4 -C 10 -alkenylene, 

a substituted C 4 -C 10 -alkenylene which is substituted once 
or twice by C 1 -C 3 -alkyl or hydroxy; 

C 4 -C 10 -alkinylene, 

a substituted C 4 -C 10 -alkinylene which is substituted once 
or twice by C 1 -C 3 -alkyl or hydroxy; and 

C 2 -C 10 -alkylene, C 4 -C 10 -alkenylene or C 4 -C 10 -alkinylene, 
wherein one to three methylene units are isosterically 
replaced by O, S, NR 10 , CO, SO, or S0 2 , wherein 

R 10 has the same meaning as R 9 , but is selected 
independently thereof ; 

E is 
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R 



li 



(D)— 




— (G) 



12 



R 



wherein 

q is 1-, — — or 3 ; 

R 11 is selected from the group consisting of hydrogen C x - 
C 3 -alkyl, hydroxy, hydroxymethyl , carboxy, and C 2 -C 7 - 
alkoxycarbonyl and 

R 12 is selected from the group consisting of hydrogen, and 
an oxo group adjacent to a nitrogen atom, 

and wherein R 11 and R 12 may together form a C 1 -C 3 -alkylene 
bridge under formation of a bicyclic ring system; 

G is selecLed frum the group consisting — of Gl, G2 , — G3 , 
— and G!j , — wherein 

G 1 is - (CH 2 ) r - (CR 14 R 15 ) S -R 13 

r is 0, 1 or 2, 

s is 0 or 1, 

R 13 is selected from the group consisting of hydrogen, C^- 
C 6 -alkyl, C 3 -C 6 -alkenyl , C 3 -C 6 -alkinyl , C 3 -C 8 -cycloalkyl ; benzyl, 
phenyl ; 
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monocyclic aromatic five or six-membered heterocycles, 
which contain one to three hetero-atoms selected from the 
group consisting of N, S and O, wherein the heterocycles are 
either bound directly or over a methylene group, 

anellated bi- and tricyclic aromatic or partially 
hydrogenated carbocyclic ring systems with 8 to 16 ring atoms 
and at least one aromatic ring, wherein the linkage occurs 
either over an aromatic or a hydrogenated ring and either 
directly or over a methylene group, 

anellated bi- and tricyclic aromatic or partially 
hydrogenated heterocyclic ring systems with 8 to 16 ring atoms 
and at least one aromatic ring, wherein one to three ring 
atoms are selected from the group consisting of N, S and O, 
wherein the linkage occurs either over an aromatic ring or a 
hydrogenated ring and either directly or over a methylene 
group, 

R 14 has the same meaning a:s R 13 , but is selected 
independently thereof ; 

R 15 is selected from the group consisting of hydrogen, 
hydroxy , methyl , benzyl , phenyl , 

monocyclic aromatic five or six-membered heterocycles, 
which contain one to three hetero-atoms selected from the 
group consisting of N, S and O, wherein the heterocycles are 
either bound directly or over a methylene group, 

anellated bi- and tricyclic aromatic or partially 
hydrogenated carbocyclic ring systems with 8 to 16 ring atoms 
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and at least one aromatic ring, wherein the linkage occurs 
either over an aromatic or a hydrogented ring and either 
directly or over a methylene group, and 

anellated bi- and tricyclic aromatic or partially 
hydrogenated heterocyclic ring systems with 8 to 16 ring atoms 
and at least one aromatic ring, wherein one to three ring 
atoms can be selected from N, S and O and the linkage may 
occur either over an aromatic ring or a hydrogenated ring and 
either directly or over a methylene group; 

is oclcctcd from — the group consisting of 

-C-(CH 2 ) r -(CR 14 R 15 ) s -R 13 tGtt 

O 

and -C-(CH 2 ) r -NR 13 R 15 (G2b) 

O 

wherein r, — s and the substitutents R** to R** can have the 

above meaning, — or — the group "NR tt fi tt is a nitrog e n containing 
heterocycle, 

wherein u NR tt fi tt i3 a nitrogen containing hctcrocyclG bound 
over — the nitrogen atom, — the nitrogen" containing heterocycle 
selected from the group consisting of 

s aturated or — unsaturated monocy c lic, — four — to — eight" 

membered heter oc ycles — which aside from the essential nitrogen 
atom, — c ontain one or — two — further hetero^atoms — selected from 
the group consisting of N, — S — and O , 
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saturated or unsaturated bi — or — tricyclic anellaLed ui 

bridged heterocy c les — with 8 — to 1G ring — atoms , — and 

saturat e d or unsaturated bi - — or — tricyclic anellated or 

bridged heterocycles with 0 — to 16 ring — atoms — that aside from 
th e — essential nitrogen atom, — contain one or — two — further hetro 1 - 
aLoms — LhaL are selecLed from Lhe group consisting of N, — 3 and 
Or 

e*— m — se ^ (civ K-^rc 

wherein r — and have the above meaning, 

\ ^v- 

Ar 2 

wherein 

asr * and Ar ? arc be aclcctcd independently from each other 

from the group consisting of ph e nyl, — pyridyl and naphthyl, 

6*— is GOR** 

io — selected from the group consisting of 

trif luoromethyl , — O^—G ^ alkoxy, — e^— € ^ alk e nyloxy, — and benzyloxy, 
wherein G is not phenyl, N-containing heteroaryl, 
- (CH 2 ) 0 _ 2 -CH 2 -C 6 H 5 , - (CH 2 ) 0 . 2 -CH 2 -C 5 H 5 N, 
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/C 6 H 5 or /C 6 H 5 

-(CH 2 ) 0 . 2 — CH -(CH 2 )o_ 2 — CH 

C 5 H 5 N ^C 6 H 5 



wherein the phenyl group or moiety may be substituted by one 
or two members selected from the group consisting of halogen, 
a Ci-Cg alkyl, trif luoromethyl and a Ci-Cg alkoxy, 



when 



R 1 is hydrogen, a halogen, a C!-C 6 -alkyl, a Ci-Ce-alkoxy , a 
Ci-Cg-alkylthio, a C 3 -C 8 -cycloalkyloxy , a C 3 -C 8 - 
cycloalkylthio, a C 2 -C 7 -alkoxycarbonyl , carboxy, a phenyl, 
a phenoxy, a phenyl thio, 3-pyridyloxy or 3-pyridylthio ; 

R 2 is hydrogen, a hydroxy, a C 1 -C 7 -alkanoyloxy or a C 2 -C 7 - 

alkoxycarbonyloxy , or when R 1 and R 2 are adjacent to each 
other, they may combine to form tetramethylene or 
-CH 2 OCR 8a R 9a 0- , wherein R 8a and R 9a are the same or 
different and are each a Cx-Cg-alkyl; 

R 3 is hydrogen, a Ci-Cg-alkyl or a hydroxy-Ci-Cg-alkyl ; 

A is a Ci-Cg-alkylene or - (CR 6a =CR 7a ) ra- , wherein R 6a is 

hydrogen, a Ci-Cg-alkyl or a phenyl, R 7a is hydrogen, a C^- 
C 6 -alkyl, cyano or a phenyl, and ra is 1 or 2 ; 

R 4 is hydrogen ; 

D is a Ci-CiQ-alkylene or a C 4 -C 10 -alkylene interrupted by at 

least one double bond; and 
E is selected from the group consisting of piperazine, 

piperazine, which is substituted by Ci-Cg-alkyl, 

homopiperazine, and homopiperazine, which is substituted 

by Ci-Cg-alkyl. 
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4. (Currently amended) The compound according to claim 
3 , wherein 

R 1 is selected from the group consisting of hydrogen, 
halogen, cyano, methyl, ethyl, trif luoromethyl , hydroxy, C 1 -C 4 - 
alkoxy, benzyloxy, C 1 -C 5 -alkanoyloxy , methyl thio, ethyl thio, 
methoxycarbonyl , terrt-butoxycarbonyl , aminocarbonyl , carboxy , 
phenoxy, and phenylthio, 

R 2 is selected from the group consisting of hydrogen, 
halogen, trif luoromethyl and hydroxy; 

R 3 is selected from the group consisting of hydrogen and 
halogen; 

R 4 is selected from the group consisting of hydrogen, Cj.- 
C 3 -alkyl, allyl, hydroxy and C^-Cs-alkoxy ; 

k is 0 or 1, 

A is selected from the group consisting of Ci-Cg-alkylene , 

a substituted Cx-Ce-alkylene which is substituted once or 
twice by C 1 -C 3 -alkyl, hydroxy or fluorine; 

C 2 -C 6 -alkylene , in which a methylene unit is isosterically 
replaced by O, S, NR 9 , CO, SO or S0 2 , wherein, with the 
exception of CO, the isosteric substitution is not adjacent to 
the amide group, 

C 2 -C 6 -alkenylene , 
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a substituted C 2 -C 6 -alkenylene which is substituted once 
or twice by C 1 -C 3 -alkyl, hydroxy or fluorine, 

C 4 -C 6 -alkadienylene, 

a substituted C 4 -C 6 -alkadienylene which is substituted by 
C 1 -C 3 -alkyl or one or two fluorine atoms; 

1,3, 5-hexatrienylene, 

a substituted 1 , 3 , 5-hexatrienylene which is substituted 
by fluorine, 

D is selected from the group consisting of C 2 -C 8 -alkylene / 

a substituted C 2 -C 8 -alkylene which is substituted once or 
twice by methyl or hydroxy; 

C 4 -C 8 -alkenylene / 

a substituted C 4 -C 8 -alkenylene which is substituted once 
or twice by methyl or hydroxy, 

C 4 -C 8 -alkinylene, 

a susbstituted C 4 -C 8 -alkinylene which is substituted once 
or twice by methyl or hydroxy; and 

C 2 -C 8 -alkylene , C 4 -C 8 -alkenylene or C 4 -C 8 -alkinylene , 
wherein one to three methylene units are each isosterically 
replaced by O, S, NH, N(CH 3 ), N(COCH 3 ), N(S0 2 CH 3 ), CO, SO or 
S0 2 , 
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E 



is 



Rll 




(D)— 



(G) 



R 



12 



wherein 



q is 1 or 2 ; 

R 11 is selected from the group consisting of hydrogen C^- 
C 3 -alkyl, hydroxymethyl , and carboxy, 

R 12 is selected from the group consisting of hydrogen and 
an oxo group adjacent to a nitrogen atom, 

G is selected from the group consisting of Gl , — G3 , 
— and GD , wherein 

G 1 represents - (CH 2 ) r - (CR 14 R 15 ) S -R 13 , 

r is 0, 1 or 2, 

s is 0 or 1 ; 

R 13 is selected from the group consisting of hydrogen, 
C 6 -alkyl, C 3 -C 8 -cycloalkyl ; benzyl, phenyl, benzcyclobutyl , 
indanyl, indenyl oxoindanyl, naphthyl, dihydronaphthyl , 
tetrahydronaphthyl , oxotetrahydronaphthyl , biphenylenyl , 
fluorenyl, oxof luorenyl , anthryl, dihydroanthyrl , 
oxodihydroanthryl , dioxodihydroanthryl , phenanthryl , 



Page 21 of 115 



09/596, 001 



Atty Dkt No. 69176 



dihydrophenanthryl , oxodihydrophenanthryl , 
dibenzocycloheptenyl , oxodibenzocycloheptenyl , 
dihydrodibenzocycloheptenyl , oxodihydrodibenzocycloheptenyl , 
dihydrodibenzocycloooctenyl , tetrahydrodibenzocyclooctenyl , 
oxotetrahydrodibenzocyclooctenyl bound directly over a 
methylene group, 

furyl, thienyl, pyrrolyl, oxazolyl, isoxazolyl, thizolyl, iso- 
thiazolyl, pyrazolyl, imidazolyl, oxadiazolyl, thiadiazolyl , 
triazolyl , pyridyl , pyrazinyl , pyridazinyl , pyrimidinyl , 
triazinyl , imidazothiazolyl , benzofuryl , dihydrobenzo furyl , 
benzothienyl , dihydrobenzothienyl , indolyl , indolinyl , 
isoindolinyl , oxoindolinyl , dioxoindolinyl , benzoxazolyl , 
oxobenzooxaolinyl , benzooisoxazolyl , oxobenzoisoxazolinyl , 
benzothiazolyl , oxobenzthiazolinyl , benzoisothiazolyl , 
oxobenzoisothiazolinyl , benzoimidazolyl , oxobenzoimidazolinyl , 
indazolyl , oxoindazolinyl , benzof urazanyl , benzothiadiazolyl , 
benzotriazolyl , oxazolopridyl , oxodihydrooxazolopyridyl , 
thiazolopyridyl , oxodihydrooxazolopyridyl , thiazolopyridyl , 
oxodihydrothiazolopyridyl , isothiazolopyridyl , imidazopyridyl , 
oxodihydroimidazopyridyl , pyrazolopyridyl , 

oxodihydropyrazolopyridyl , thienopyrimidinyl , chromanyl , 
chromanonyl , benzopyranyl, chromonyl , quinoloyl, isoquinoloyl , 
dihydroquinolyl , oxodihydroquinolinyl , tetrahydroquinolyl , 
oxotetrahydroquinolinyl , benzodioxanyl , quinoxalinyl , 
quinazolinyl , naphthyridinyl , carbazolyl , 
tetrahydrocarbazolyl , acridinyl , oxodihydroacridinyl , 
phenanthridinyl , dihydrophenanthridinyl , 
oxodihyrophenanthridinyl , dibenzoisoquinolinyl , 
dihydrodibenzoisoquinolinyl , oxodihydrodibenzoisoquinolinyl , 
phenothiazinyl , dihydrodibenzooxepinyl , 
oxodihydrodibenzooxepinyl , benzocycloheptathienyl , 



Page 22 of 115 



09/596, 001 



Atty Dkt No. 69176 



oxobenzocycloheptathienyl , dihydrothienobenzothiepinyl , 
oxodihydrothienobenzothiepinyl , dihydrothienobenzothiepinyl , 
oxodihydrodibenzothiepinyl , octahydrodibenzothiepinyl , 
dibenzoazepinyl , dihydrodibenzoazepinyl , 
oxodihydrodibenzoazepinyl , ocathydrodibenzoazepinyl , 
benzocycloheptapyridyl , oxobenzocycloheptapyridyl , 
pyridobenzoazepinyl , dihydropyridobenzoazepinyl , 
oxodihydropyridobenzoazepinyl , dihydropyridobenzodiazepinyl , 
dihydrodibenzooxazepinyl , dihydropyridobenzooxepinyl , 
dihydropyridobenzooxazepinyl , oxodihydropyridobenzooxazepinyl , 
di hy dr opy r i dob en zothiazepi ny 1 and 

oxodihydropyridobenzothiazepinyl bound directly or over a 
methylene group; 

R 14 has the same meaning as R 13 , but is selected 
independently thereof ; 

R 15 is selected from the group consisting of hydroxy, 
methyl , benzyl , phenyl , indanyl , indenyl , naphthyl , 
dihydronaphthyl , tetrahydronaphthyl , f uryl , thienyl, pyrrolyl, 
oxazolyl, isoxazolyl, thiazolyl, isothiazolyl , pyrazolyl, 
imidazolyl, imidazolyl, oxadiazolyl, thiadiazolyl , triazolyl, 
pyridyl, pyrazinyl, pyridazinyl, pyrimidinyl, triazinyl, 
benzofuryl, benzothienyl , indolyl, indolinyl, benzooxazolyl , 
benzothiazolyl , benzoimidazolyl , chromanyl, quinolyl, and 
tetrahydroquinolyl bound directly or over a methylene group; 

is selected from the group consisting of 

-C-(CH 2 ) r -(CR I4 R 15 ) s -R 13 t&tef 

O 
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-C-(CH 2 ) r -NR 13 R 1J < Q2b > 
II 



wherein r , — s and the substitutents R** to have the 

above meaning, — or — the group ■NR n fi t? ia — oclcctcd from th e group 
consisting of a z etidine, — pyrrolidine, — piper idine, — ( 1H) - 
LeLrahy dropyr idine, — he Jiahy droaz ep ine , — ( III) — tetrahydroazepine, 
octahydr o azocine, — py r a z o 1 i dine , — piperazine , 
hexahydrodia z epine, — morpholine , — hexahydrooxazepine , 
t h i omo r pho line, — thiomorpholin-1 , 1- dioxide , — of ^aza^bicyclo- 

[2.1.1] h e xane , — 2-a z a-bi c y c lo [2.2.1] heptane, — 7-aza - bicyclo- 

[2.2.1] heptane , — 2 , 5 uj, diaza-bicy c lo [2.2.1] heptane, — 2-aza- 
bicyclo [2.2.2] octane, — 8-aza-bicyclo [3.2.1] o c tane, — 2 , 5- 
diazabicyclo [2.2.2] octane, — 9-aza-bicyclo [3.3.1] nonane, 
indoline , — isoindoline, — ( 111) — dihydroquinoline, — ( III) 
LeLrahy droquinolin, — (2H) — LeLrahy droisoquinoline , (1H) - 
t e t r ahy dr o qu i n oxa line, — (4H) -dihydrobenzooxazine , 

(411) -dihy drobenzo thiazine, — ( III) - LeLrahy drobenzo [b] azepine, 

( III) -tetrahydrobenzo [c] a z epine, — ( 1H) - 

tetrahydrobenzo [d] azepin e , — ( 511) - LeLrahy drobenzo [b] oxazepine, 
( 5H) -tetrahydrobenzo — [b] thiazepine, — 3tt — 2r- f — — 4- tetra-hydro"9H u 
pyrido — [3 , 4-b] indole, — (1011) -dihydroacr idine, — ( 1011) - 
dihydrophenanthr idine , — %r- t — 9r- f — 3-; — 4- tetrahydroa c ridanone , — ( 10H) 
phenoxazine, — ( 1011) — phenothiazine, — (511) -dibenzoazepine, — ( 511) - 
dihydr odibenzoazepine , — (5H) - octahydrodibenzoa z epine , 
dihydrobenzo [d, e] isoquinoline, — ( 511) -dihydrodibenzodiazepine, 
( 5H) "benzo [b] pyrido- [ f ] azepine, — (5H) "Dihydrobenzo [b]pyri" 
do [f ] azepine, — ( 1111) -Dihydrodibenzo [b, e] oxa z epine, — ( 1111) - 
dihydrodibenzo [b, e] thiazepine, — ( 10H) - dihydrodibenzo [b, I ] - 
oxazepine, — (1011) - dihydrodiben zo [b, f ] thia z epine, — (511) - tetra - 
hydrodibenzoa z ocine, — ( 1111) - dihydrobenzo [e] pyrido [b] -1,4- 
diazepin-C - one and — ( 1111) -dihydrobenzo [b] pyrido [e] - 1 , 4 - 
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dia z epin-5 - on e , 

©*— ara SO ? ( Cll y-fry- R tt 

wherein r — and R** have the above definition, 
S* — is 



\ /Ar 1 

V 



wherein 

Air 1 7 and Ar* arc selected independently from each oth e r 

from the group consisting of phenyl, — p^ridyl and naphthyl, 



-e*— is eew 1 



R io — selected from the group conaisting of 

trif luoromethyl , — e^-^G ^ alkoxy, — alkenyloxy, — and benayloxy. 

5. (Previously amended) The compounds according to claim 
4 , wherein 



R 1 is selected from the group consisting of hydrogen, 
fluorine, chlorine, bormine, methyl, ethyl, trif luoromethyl , 
hydroxy, C 1 -C 4 -alkoxy , methyl thio, ethyl thio, carboxy and 
phenoxy ; 

R 2 is selected from the group consisting of hydrogen, 
chlorine and methyl ; 
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R 3 is selected from hydrogen; 

R 4 is selected from the group consisting of hydrogen, C x - 
C 3 -alkyl and hydroxy, 

k is 0, 

A is selected from the group consisting of 
C 2 -C 6 -alkylene, 

a substituted C 2 -C 6 -alkylene which is substituted once or 
twice by hydroxy or fluorine, 

C 2 -C 6 -alkylene, wherein a methylene unit is isosterically 
replaced by O, S or CO, wherein, with the exception of CO, the 
isosteric substitution cannot be adjacent to the amide group, 

C 2 -C 6 -alkenylene, 

a C 2 -C 6 -alkenylene which is substituted once or twice by 
C!-C 3 -alkyl or fluorine, and 

C 4 -C 6 -alkadienylene ; 

D is selected from the group consisting of 
C 2 -C 8 -alkylene , 

a substituted C 2 -C 8 -alkylene which is substituted by 
methyl or hydroxy; 

C 4 -C 8 -alkenylene / 

a substituted C 4 -C 8 -alkenylene which is substituted by 
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hydroxy ; 



C 4 -C 8 -alkinylene, 

a susbtituted C 4 -C 8 -alkinylene which is substituted by 
hydroxy ; and 

C 2 -C 8 -alkylene, C 4 -C 8 -alkenylene or C 4 -C 8 -alkinylene , 
wherein a methylene unit is isosterically replaced by O, S, 
NH, N(CH 3 ) , CO, or S0 2 , or an ethylene group is isosterically 
replace by a group NH-CO or CO-NH, or a propylene group is 
isosterically replaced by a group NH-CO-0 or O-CO-NH; 

E is selected from the group consisting of piperazine, 
hexahydro-1 , 4-diazepine, and substituted piperazine and 
hexahydro-1 , 4-diazepine wherein the ring is substituted by one 
or two methylene groups or by an oxo group adjacent to a 
nitrogen atom; 

G is selected from the group consisting of hydrogen, C 3 - 
C 8 -cycloalkyl , methoxycarbonyl , tert-butoxycarbonyl , 
benxyloxycarbonyl , trif luoroacetyl , diphenyl phosphinoyl, and 



-(CH 2 ) r -(CR 14 R 15 ) s -R 13 , 



-C-(CH 2 ) r -(CR l4 R 15 ) s -R 



o 



-C-(CH 2 ) r -NR n R 15 

II 

O 



and 
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r is 0 or 1, 
s is 0 or 1, 

R 13 is selected from the group consisting of hydrogen, 
methyl, benzyl, phenyl, indanyl, indenyl, oxoindanyl, 
naphthyl , tetrahydronaphthyl , f luorenyl , oxof luorenyl , 
anthry 1 , dihydroanthryl , oxodihydroanthryl , 
dioxodihydroanthryl , phenanthryl , dihydrophenanthryl , 
oxodihydrophenanthryl , dibenzocycloheptenyl , 

dihydrodibenzocycloheptenyl , oxodihydrodibenzocycloheptenyl , 
bound directly over a methylene group, furyl, thienyl, 
oxazolyl, thiazolyl, imidazolyl, oxadiazolyl, pyridyl, 
pyrazinyl , pyrimidinyl , imidazothiazolyl , benzof uryl , 
benzothienyl , indolyl, indolinyl, oxoindolinyl , 
dioxoindolinyl , benzoxazolyl , oxobenzooxaolinyl , 
benzooisoxazolyl , oxobenzoisoxazolinyl , benzothiazolyl , 
oxobenzthiazolinyl , benzimidazolyl , oxobenzimidazolinyl , 
indazolyl , benzof urazanyl , benzothiadiazolyl , oxazolopridyl , 
oxodihydrooxazolopyridyl , imidazopyridyl , 
oxodihydroimidazopyridyl , chromanyl , chromanonyl , 
benzopyranyl , chromonyl, quinoloyl, isoquinoloyl , 
oxodihydroquinolinyl , tetrahydroquinolyl , 
oxotetrahydroquinolinyl , benzodioxanyl , quinazolinyl , 
carbazolyl , acridinyl , dihydroacridinyl , oxodihyroscridinyl , 
dibenzoisoquinolinyl , dihydrodibenzoisoquinolinyl , 
oxodihydrodibenzoisoquinolinyl , phenothiazinyl , 
dihydrodibenzooxepinyl , oxodihydrodibenzooxepinyl , 
benzocycloheptathienyl , oxobenzocycloheptathienyl , 
dihydrothienobenzothiepinyl , oxodihydrothienobenzothiepinyl , 
dihydrothienobenzothiepinyl , oxodihydrodibenzothiepinyl , 
octahydrodibenzothiepinyl , dibenzoazepinyl , 
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dihydrodibenzoazepinyl , oxodihydrodibenzoazepinyl , 
ocathydrodibenzoazepinyl , benzocycloheptapyridyl , 
oxobenzocycloheptapyridyl , pyridobenzoazepinyl , 
dihydropyridobenzoazepinyl , oxodihydropyridobenzoazepinyl , 
dihydropyridobenzodiazepinyl , dihydrodibenzooxazepinyl , 
dihydropyridobenzooxepinyl , dihydropyridobenzooxazepinyl , 
oxodihydropyridobenzooxazepinyl , 
dihydropyridobenzothiazepinyl , and 

oxodihydropyridobenzothiazepinyl bound directly or over a 
methylene group , 

R 14 is selected from the group consisting of hydrogen, 
methyl , benzyl , and phenyl ; 

R 15 is selected from the group consisting of hydroxy, 
methyl , benzyl , phenyl , naphthyl , tetrahydronaphthyl , f uryl , 
thienyl, oxazolyl, thiazolyl, imidazolyl, benzofuryl, 
benzothienyl , indolyl, indolinyl, benzoxazolyl , 
benzothiazolyl , benzoimidazolyl , chromanyl, quinolyl, and 
tetrahydroquinolyl bound directly or over a methylene group; 

wherein the group -NR 13 R 15 represents a ring bound over the 
nitrogen of a residue from the series pyrrolidine, piperidine, 
hexahydroazepine , piperaz ine , hexahydrodiazepine , 
thiomorpholine, 7 -aza-bicyclo-heptane, 2, 5-diaza-bicyclo 
heptane, indoline, isoindoline, ( 1H) -dihydroquinoline, (1H)- 
tetrahydroquinolin, (2H) - tetrahydroisoquinoline , (4H) - 
dihydrobenzooxazine, (4H) -dihydrobenzothiazine, (1H) - 
tetrahydrobenzoazepine, (1H) -tetrahydrobenzoazepine, (5H) - 
tetrahydrobenzoox-azepine , ( 5H) - tetrahydrobenzothiazepine, 
(10H) -dihydroacridine, 1,2,3, 4-tetrahydroacridanone, (10H) - 
dihydrophenanthridine, (1H) -dihyrdobenzo-isoquinoline, (10H) - 
phenothiazine, (5H) -dibenzoazepine, (5H) - 
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dihydrodibenzoazepine, (5H) -octahydrodibenzoazepine, 
dihydrobenzoisoquinoline, (5H) -dihydrodibenzoazepine, (5H) - 
dihydrodibenzodiazepine, (5H) -dihydrobenzoazepine, (11H) - 
dihydrodibenzooxazepine, ( 11H) -dihydrodibenzothiazepine, 
(10H) -dihydrodibenzo-oxazepine, (5H) -dihydrobenzopyridoazepine 
and (11H) -oxodihydrobenzopyridodiazepine, wherein 

aromatic ring systems in the substitutents may be 
substituted independently from each other by one to three of 
the same or different groups selected from the group 
consisting of halogen, cyano, Ci-Cg-alkyl, trif luoromethyl , C 3 - 
C 8 -cycloalkyl , phenyl, benzyl, hydroxy, Ci-Cg-hydroxyalkyl , C ± - 
C 6 -alkoxy, Ci-Cg-alkoxy entirely or partially substituted by 
fluorine, benzyloxy, phenoxy, mercapto, Ci-Ce-alkylthio , 
carboxy , C 2 -C 7 -carboxyalkyl , C 2 -C 7 -carboxyalkenyl , C 2 -C 7 - 
alkoxycarbonyl , benzyloxycarbonyl , nitro, amino, mono-C x -C 6 - 
alkylamino, di- (Ci-Cg-alkyl ) -amino and, methylene dioxide in 
the case of two adjacent residues on the aromatic ring, and 

wherein alkyl- alkenyl- and cycloalkyl residues in the 
groups G can be substituted by one or two of the same or 
different groups which are selected from the group consisting 
of hydroxy, carboxy, C 2 -C 7 -alkoxycarbonyl , benzyloxycarbonyl, 
amino, mono-Ci-Cg-alkylamino and di- (Ci-Cg-alkyl-amino) . 

6. (Currently amended) The compounds according to claim 
5, wherein 

R 1 is selected from the group consisting of hydrogen, 
fluorine, methyl, trif luoromethyl , and ethyl thio; 

R 2 , R 3 and R 4 are each hydrogen; 
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k is 0, 

A is selected from the group consisting of ethylene, 
propylene and butylene, 

a substituted ethylene, propylene and butylene which are 
each substituted by hydroxy, one or two fluorine atoms, 

OCH 2 , 
SCH 2 , 

ethenylene, and 
1 , 3 -butadienylene ; 

D is selected from the group consisting of 
C 2 -C 6 -alkylene , 

a substituted C 2 -C 6 -alkylene which is substituted by 
hydroxy , 

C 4 -C 6 -alkenylene, 

C 4 -C 6 -alkinylene, and 

C 2 -C 6 -alkylene, C 4 -C 6 -alkenylene or C 4 -C 6 -alkinylene, 
wherein one or two methylene units are isosterically replaced 
by O, NH, CO, or S0 2 , 

E is piperazine or hexahydro-1 , 4-diazeazepine-r^ 

€J — rs — selected — from the group consisting — of phenyl, 
benzyl , — phenethyl , — dipheiiylmeLhy 1 , — naphLliy 1 , — betrahydroaphtyl , 
n aphthylmethyl , — fluorenyl, — f luorenylmeLhy 1 , — anthry lmethy 1 , 
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dihydrodibenzo-cy cloheyLenyl , — f urylmethyl , — thienylmethyl , 
thiazolylmethyl , — py r i dy lme Lhy 1 / — benzothieuy line thy 1 , 
quinolylmethy 1 , — phenyl thienylmethyl , — pheny lpy ridy lm e thyl , 
benzocycloheptapyridinyl , — dihydrobenzocyclo^heptapyridiny 1 , 
dihydrodibenzooxepinyl , — dihydrodibenzothiepiny 1 / 
dihydrodiben z oazepinyl , — di hdr obeii z opy r i do d i a z ep i ny 1 
formal, — acetyl , — pivaloyl , — phenylacetyl , — diphenylacety 1 , 
dipheny lpropi onyl , — naphLhy laceLy 1 , — benzoy 1 , — naphthoyl , 
oxof luorenylcarbonyl , — oxodihydroanthrylcarbony 1 , 
dioxodihydroanthrylcarbony 1 , — f uroyl , — pyiridylaceLy 1 , 
pyridylcarbony 1 , — chromonyl carbonyl , — quinolylcarbonyl , 
pheny lylaminocarbonyl , — naphthylaminocarbonyl , 
tetrahydronaphthy laminocarbony 1 , — diben z ylaminocarbonyl , 
benzylphenylaminocarbonyl , — dipheny laminocarbony 1 , — indollny l»N u 
carbonyl , — isoindolin-N- carbonyl , — fcetrahydroquinolinyl-N- 
carbonyl , — c arbazolyl^N^carbonyl , — t e t rahydr oben z o a z ep i ny l^N" 
carbony 1 , — dihy drodiben z oazepin^N 1 - 1 carbonyl , 
dihydrobenzopyridoazepiny l^N^carbony 1 , 

oxodihydi'obenzopyi'idoazepinyl^N" carbonyl , — methanesulfonyl , 
toluenesulf onyl , — naphthylsulf onyl , — quino 1 insul f ony 1 and 
dipheny lphosphinoy 1 , 

7. (Previously presented) The compound according to 
claim 3 which is selected from the group consisting of N-[4- 
( 4-diphenylmethylpiperazin-l-yl) -3 -hydroxy butyl] -3-pyridin-3- 
yl-acrylamide; N- [3- (4-diphenylmethylpiperazin-l-yl) -propoxy] - 
3-pyridin-3-yl-acrylamide; N- [4- (4-diphenylmethylpiperazin-l- 
yl) -4-oxo-butyl] -3-pyridin-3-yl-acrylamide; N- [3- (4- 
diphenylmethylpiperazin-l-sulf onyl) -propyl] -3-pyridin-3-yl- 
acrylamide; N- {2- [2- (4-diphenylmethylpiperazin-l-yl) -ethoxy] - 
ethyl} -3-pyridin-3-yl-acrylamide; N-(4-{4-[bis-(4- 
f luorophenyl) -methyl] -piperazin-l-yl } -but-2-in-yl ) -3-pyridin- 
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3-yl-acrylamide; N- { 4- [4- ( 4-carboxyphenyl-phenylmethyl ) - 
piperazin-l-yl] -butyl} -3-pyridin-3-yl-acrylamicie; N- (4- {4- [ (4- 
aminophenyl ) -phenylmethyl] -piperazin-l-yl} -butyl ) -3-pyridin-3- 
yl-acrylamide; N- {4- [4- ( 9H-f luoren-9-yl ) -piperazin-l-yl] - 
butyl} -2- (pyridin-3-yloxy) -acetamide; N- {5- [4- ( 9H-f luoren-9- 
yl) -piperazin-l-yl] -penyl} -3-pyridin-3-yl-acrylamide; N- { 6- [4- 
(9H-f luoren-9-yl) -piperazin-l-yl] -hexyl} -3-pyridin-3-yl- 
acrylamide; 3-pyridin-3-yl-N- {4- [4- (1,2,3,4- 

tetrahydronaphthalin-l-yl ) -piperazin-l-yl ] -butyl } -acrylamide; 
3 -pyridin-3 -yl-N- {4- [4- (5, 6, 7, 8- tetrahydronaphthalin-l-yl ) - 
piperazin-l-yl] -butyl} -acrylamide; N- {4- [4- (naphthalin-l-yl ) - 
piperazin-l-yl] -butyl} -3-pyridin-3-yl-acrylamide; N- [4- (4- 
biphenyl-2-yl ) -butyl] -3-pyridin-3-yl-propionamide; N- [5- (4- 
biphenyl-2-yl-piperazin-l-yl) -pentyl] -3 -pyridin-3 -yl- 
acrylamide; N- [6- (4 -biphenyl- 2 -yl -piperazin-l-yl ) -hexyl] -3- 
pyridin-3-yl-acrylamide; N- [4- ( 4-biphenyl-2-yl-piperazin-l- 
yl) -butyl] -2- (pyridin-3 -yloxy-acetamide ; N- [4- ( 4 -biphenyl -2 - 
yl-piperazin-l-yl) -butyl] -5- (pyridin-3-yl ) -penta-2 , 4-dienoic 
acid amide; N-{4- [4- (10, ll-dihydro-5H-dibenzo [a, d] cyclohepten- 
5-yl) -piperazin-l-yl] -butyl} -3-pyridin-3-yl-propionamide; N- 

{5- [4- (10, ll-dihydro-5H-dibenzo [a, d] cyclohepten-5-yl ) - 
piperazin-l-yl ] -pentyl } - 3 -pyridin-3 -yl- acrylamide; N- { 6- [4- 

( 10 , ll-dihydro-5H-dibenzo [a, d] cyclohepten-5-yl) -piperazin-l- 
yl] -hexyl} -3-pyridin-3-yl-propionamide; N- {4- [4- (10, 11- 
dihydro-5H-dibenzo [a, d] cyclohepten-5-yl ) -piperazin-l-yl] - 
butyl} -5- (pyridin-3-yl) -penta-2 , 4-dienoic acid amide; N-{4-[4- 

(6, 11-dihydro-dibenzo [b, e] oxepin-ll-yl ) -piperazin-l-yl] -butyl- 
3-pyridin-3-yl-propionamide; N-{2-[4-(6,ll- 

dihydrodibenzo [b, e] thiepin-ll-yl) -piperazin-l-yl] -ethyl} -3- 
pyridin-3-yl-acrylamide; N- [4- ( 4-diphenylacetyl-piperazin-l- 
yl) -butyl] -3-pyridin-3-yl-acrylamide; N- [4- (4- 

benzoylpiperazin-l-yl ) -butyl] -3 -pyridin-3 -yl-acrylamide ; N- { 4- 
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[4- (2-aminobenzoyl) -piperazin-l-yl ] -butyl } -3-pyridin-3-yl- 
acrylamide; N- {4- [4- (4-carboxybenzoyl ) -piperazin-l-yl] -butyl} - 
3-pyridin-3-yl-acrylamide; N-{4- [4- (biphenyl-2-carbonyl ) - 
piperazin-l-yl] -butyl} -3-pyridin-3-yl-acrylamide; N-{4- [4- (9- 
oxo-9H-f luor en- 4 - carbony 1 ) -piperazin-l-yl ] -butyl} -3-pyridin-3- 
yl-acrylamide; N- {4- [4- ( f uran-2 -carbony 1 ) -piperazin-l-yl] - 
butyl} -3-pyridin-3-yl-acrylamide; N- {4- [4- (naphthalin-l-yl- 
aminocarbonyl) -piperazin-l-yl] -butyl} -3-pyridin-3-yl- 
propionamide; N-{4- [4- (diphenylaminocarbonyl ) -piperazin-l-yl] - 
butyl} -3-pyridin-3-yl-acrylamide; N- {4- [4- (naphthalin-2- 
sulf onyl) -piperazin-l-yl] -butyl} -3-pyridin-3-yl-acrylamide; N- 
[4- ( 4 -diphenylphosphinoyl -piperazin-l-yl ) -butyl ] -3-pyridin-3- 
yl-acrylamide; N- [4- ( 4-bipheny-2-yl-piperazin-l-yl ) -butyl] -3- 
pyridin-3-yl-acrylamide; N- {4- [4- ( 9H- f luoren-9-yl ) -piperazin- 
l-yl) -butyl} -3-pyridin-3-yl-acrylamide; and N-{4- [4- (10, 11- 
dihydro-5H-dibenzo [a, d] cyclohepten-5-yl ) -piperazin-l-yl] - 
butyl} -3 -pyridin-3-yl- aery lamide . 

8. (Currently amended) A method for the production of 
compounds according to formula (I) 




(0) k 



(i) 



[ (A) ) ] wherein carboxylic acids of formula (II) 
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R 




-OH 



(0) k 



(I) 



in which Rl, R2 , R3 , A and k have the meaning given below or 
their respective derivatives are reacted with compounds of 
formula (III) 



wherein D, E, and G and R4 are defined below in a form of the 
respective free base or the respective free acid addition salt 
at a temperature between about -40 'C and about 180"C 
wherein : 

R 1 is selected from the group consisting of hydrogen, 
halogen, cyano, Ci-Cg-alkyl, C 3 -C 6 -alkenyl , C 2 -C 6 -alkinyl , 
trif luoromethyl , C 3 -C 8 -cycloalkyl , Ci-Cg-hydroxyalkyl , hydroxy, 
Ci-Ce-alkoxy , C 3 -C 6 -alkenyloxy , C 3 -C 6 -alkinyloxy , benzyloxy, C x - 
C 7 -alkanoyloxy , C 2 -C 7 -alkoxycarbonyloxy , Ci-Cg-alkylthio , C 3 -C 6 - 
alkenylthio, C 3 -C 6 -alkinylthio , C 3 -C 8 -cycloalkyloxy , C 3 -C 8 - 
cycloalkylthio, C 2 -C 7 -alkoxycarbonyl , aminocarbonyl , C 2 -C 7 - 
alkylaminocarbonyl , C 3 -C 13 -dialkylaminocarbonyl , carboxy, 
phenyl, phenoxy, phenylthio, pyridyloxy, pyridylthio, and 
NR 5 R 6 , wherein 

R 5 and R 6 are selected independently of each other from 



H-N-D-E-G 



4 
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the group consisting of hydrogen, Ci-Cg-alkyl, C 3 -C 6 -alkenyl , 
C 3 -C 6 -alkinyl , benzyl and phenyl; 

R 2 is selected from the group consisting of hydrogen, 
halogen, cyano, Ci-Cg-alkyl, trif luoromethyl , hydroxy, C!-C 6 - 
alkoxy, benzyloxy and Ci-C-y-alkanoyloxy ; 

R 1 and R 2 , if adjacent, may form a bridge selected from - 
(CH 2 ) 4 - and -(CH=CH) 2 - or CH 2 0-CR 7 R 8 -0- , wherein 
R 7 and R 8 are selected independently from each other from 
hydrogen and Ci-Cg-alkyl ; 

R 3 is selected from the group consisting of hydrogen, 
halogen, Ci-Cg-alkyl, trif luoromethyl and Ci-Cg-hydroxyalkyl ; 

R 4 is selected from the group consisting of hydrogen, C x - 
C 6 -alkyl , C 3 -C 6 -alkenyl , C 3 -C 6 -alkinyl , C 3 -C 6 -cycloalkyl , 
hydroxy, C!-C 6 -alkoxy and benzyloxy; 

k is 0 or 1, 

A is selected from the group consisting of 
Ci-Cg-alkylene, 

a substituted C 1 -C 6 -alkylene which is substituted one to 
three-fold by C 1 -C 3 -alkyl, hydroxy, C 1 -C 3 -alkoxy , or fluorine— 
or phenyl , 

C 2 -C 6 -alkylene, in which a methylene unit is isosterically 
replaced by O, S, NR 9 , CO, SO or S0 2 , wherein, with the 
exception of CO, the isosteric substitution is not adjacent to 
the amide group and R 9 is selected from the group consisting of 
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hydrogen, C!-C 6 -alkyl, C 3 -C 6 -alkenyl , C 3 -C 6 -alkinyl , Cx-Cg-acyl 
and Ci-Ce-alkanesulf onyl , 

1, 2"cyclopropylene, 

C 2 -C 6 -alkenylene, 

a substituted C 2 -C 6 -alkenylene which is substituted once 
to three- fold by C 1 -C 3 -alkyl, hydroxy, C 1 -C 3 -alkoxy , fluorine, 
or cyano or phenyl , 

C 4 -C 6 -alkadienylene , 

a substituted C 4 -C 6 -alkadienylene which is substituted 
once or twice by C 1 -C 3 -alkyl, fluorine, or cyano or phenyl ; 

1,3, 5-hexatrienylene, 

a 1 , 3 , 5-hexatrienylene which is substituted by C 1 -C 3 - 
alkyl, fluorine, or cyano or phenyl , and 

ethinylene, 

D is selected from the group consisting of C 2 -C 10 - 
alkylene, 

a substituted C 2 -C 10 -alkylene which is substituted once or 
twice by Ci-Cg-alkyl, hydroxy, or Ci-Ce-alkoxy ; 

C 4 -C 10 -alkenylene, 

a substituted C 4 -C 10 -alkenylene which is substituted once 
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or twice by C 1 -C 6 -alkyl / hydroxy, or Ci-Ce-alkoxy ; 
C 4 -C 10 -alkinylene, 

a substituted C 4 -C 10 -alkinylene which is substituted once 
or twice by Ci-Ce-alkyl, hydroxy, or Ci-Cg-alkoxy ; and 

C 2 -C 10 -alkylene, C 4 -C 10 -alkenylene or C 4 -C 10 -alkinylene / in 
which one to three methylene units are isosterically replaced 
by O, S, NR 10 , CO, SO, or S0 2 , wherein R 10 has the same meaning 
as R 9 , but is selected independently thereof; 



q is 1- — 9r f — or — 3- ; 

R 11 is selected from the group consisting of hydrogen C^- 
C 6 -alkyl, hydroxy, hydroxymethyl , carboxy, or C 2 -C 7 - 
alkoxycarbonyl , 

R 12 is selected from the group consisting of hydrogen, C^- 
C 6 -alkyl and an oxo group adjacent to a nitrogen atom, 

and wherein R 11 and R 12 may together form a Ci-03-alkylene 
bridge under formation of a bicyclic ring system; 



E is 




wherein 
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G is selected from the group consisting of Gl, &2r-, — G3 , 
— and GD , w herein 

G 1 is - (CH 2 ) r - (CR 14 R 15 ) S -R 13 

r is 0, 1, 2 or 3, 

s is 0 or 1, 

R 13 is selected from the group consisting of hydrogen, C^- 
C 6 -alkyl , C 3 -C 6 -alkenyl , C 3 -C 6 -alkinyl , C 3 -C 8 -cycloalkyl , 

saturated or unsaturated four to eight-membered 
heterocycles , 

saturated or unsaturated four to eight-membered 
heterocycles which contain one or two hetero-atoms selected 
from the group consisting of N, S and 0, 

benzyl , phenyl , 

monocyclic aromatic five or six-membered heterocycles 
which contain one to three hetero-atoms selected from the 
group consisting of N, S and O where the heterocycles are 
either bound directly or over a methylene group, 

anellated bi- and tricyclic aromatic or partially 
hydrogenated carbocyclic ring systems with 8 to 16 ring atoms 
and at least one aromatic ring, wherein the linkage may occur 
either over an aromatic or a hydrogenated ring and either 
directly or over a methylene group, 
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anellated bi- and tricyclic aromatic or partially 
hydrogenated heterocyclic ring systems with 8 to 16 ring atoms 
and at least one aromatic ring, wherein one to three ring 
atoms are selected from the group consisting of N, S and O and 
the linkage may occur either over an aromatic ring or a 
hydrogenated ring and either directly or over a methylene 
group , 

R 14 has the same meaning as R 13 , but is selected 
independently thereof ; 

R 15 is selected from the group consisting of hydrogen, 
hydroxy, methyl, benzyl, and phenyl, 

monocyclic aromatic five or six-member heterocycles , 
which contain one to three hetero-atoms selected from the 
group consisting of N, S and O and wherein the heterocycles 
are either bound directly or over a methylene group, 

anellated bi- and tricyclic aromatic or partially 
hydrogenated carbocyclic ring systems with 8 to 16 ring atoms 
and at least one aromatic ring, wherein the linkage occurs 
either over an aromatic or a hydrogenated ring and either 
directly or over a methylene group, 

anellated bi- and tricyclic aromatic or partially 
hydrogenated heterocyclic ring systems with 8 to 16 ring atoms 
and at least one aromatic ring, wherein one to three ring 
atoms are selected from the group consisting of N, S and 0 and 
the linkage occurs either over an aromatic ring or a 
hydrogenated ring and either directly or over a methylene 
group , 
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€ P i9 selected from the group conoisting of 
-C-(CH 2 ) r -(CR 14 R 15 ) s -k 13 t&tef- 

o 



-C-(CH 2 ) r -NR ,3 R 15 

II 

o 



wherein r , — s and the substi tutents R** to R** can have the 

above meaning, — or the group "NR tt fi tt io a nitrogen containing 
heterocycle, 

therein "NR tt fi tt io a nitrogen containing heterocycle bound 

over — the nitrogen atom selected — from — the group consisting of 

saturated or — unsaturated monocyclic, — four — to eight" 

member ed nitrogen^ containing heterocycles , 

s aturated or — unsaturated monocyclic, — four — to — eight" 

member ed nitrogen^ containing heterocycles which, — aside from 
the essential nitrogen atom, — contain one or — two — further 
het e ro^atoms — selected — from — the group c on s i s t i ng — of N, — 3— and O , 

s aturated or — unsaturated bi- — or — tricyclic anellated or 

bridged nitrogen^containing heterocycles with 0 — to 1C ring 
atoms, 

s aturated or unsaturated hi- or — tricyclic anellated or 

bridged nitrogen containing heterocycles with 0 — to 1G ring 
atoms which aside front the essential nitrogen atom, — contain 
one or two further heLiu^atoms that are selected from N, — S— and 
Or 
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wh e rein r and have the above mcaninga , 




wherein 



asr * and Ar* ar e selected independently from each other 

from the group consisting — of pheny 1 , — p.y i: i dy 1 and naph Lhy 1 , 

e^-^rs eeR*V 

R* * is selected from the group conoiaiting of 

trif luoromethyl , — e^— € ^ alkoxy, — €y- € fr alkcnyloxy, — and bcnzyloxy. 

12. (Currently amended) A pharmaceutical composition 
comprising the compound of formula (I) 




(Q) k 



(I) 
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wherein: 

R 1 is selected from the group consisting of hydrogen, 
halogen, cyano, Cx-Ce-alkyl, C 3 -C 6 -alkenyl , C 2 -C 6 -alkinyl , 
trif luoromethyl, C 3 -C 8 -cycloalkyl , Ci-Cg-hydroxyalkyl , hydroxy, 
Ci-Cg-alkoxy, C 3 -C 6 -alkenyloxy , C 3 -C 6 -alkinyloxy , benzyloxy, C^- 
C 7 -alkanoyloxy, C 2 -C 7 -alkoxycarbonyloxy , Cx-Cg-alkylthio, C 3 -C 6 - 
alkenylthio, C 3 -C 6 -alkinylthio, C 3 -C 8 -cycloalkyloxy # C 3 -C 8 - 
cycloalkylthio, C 2 -C 7 -alkoxycarbonyl , aminocarbonyl , C 2 -C 7 - 
alkylaminocarbonyl , C 3 -C 13 -dialkylaminocarbonyl , carboxy , 
phenyl, phenoxy, phenyl thio, pyridyloxy, pyridylthio, and 
NR 5 R 6 , wherein 

R 5 and R 6 are selected independently of each other from 
the group consisting of hydrogen, Ci-Cg-alkyl, C 3 -C 6 -alkenyl , 
C 3 -C 6 -alkinyl , benzyl and phenyl; 

R 2 is selected from the group consisting of hydrogen, 
halogen, cyano, C!-C 6 -alkyl, trif luoromethyl , hydroxy, C!-C 6 - 
alkoxy, benzyloxy and C 1 -C 7 -alkanoyloxy ; 

R 3 is selected from the group consisting of hydrogen, 
halogen, Ci-Cg-alkyl, trif luoromethyl and Ci-Cg-hydroxyalkyl ; 

R 4 is selected from the group consisting of hydrogen, C x - 
C 6 -alkyl , C 3 -C 6 -alkenyl , C 3 -C 6 -alkinyl , C 3 -C 6 -cycloalkyl , 
hydroxy, Ci-Cg-alkoxy and benzyloxy; 

k is 0 or 1, 

A is selected from the group consisting of 
Ci-Cg-alkylene, 
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a susbstituted Ci-Ce-alkylene which is substituted one to 
three- fold by C 1 -C 3 -alkyl / hydroxy, Ci-Ca-alkoxy , or fluorine, 
or pheny 1 , 

C 2 -C 6 -alkylene / in which a methylene unit is isosterically 
replaced by O, S, NR 9 , CO, SO or S0 2 , wherein, with the 
exception of CO, the isosteric substitution is not adjacent to 
the amide group and R 9 is selected from the group consisting of 
hydrogen, Cx-Cg-alkyl, C 3 -C 6 -alkenyl , C 3 -C 6 -alkinyl , Ci-Cg-acyl 
and C!-C 6 -alkanesulf onyl , 

1 , 2 , -'cyclopi. '' opyl e ne, 

C 2 -C 6 -alkenylene , 

a substituted C 2 -C 6 -alkenylene which is substituted once 
to three-fold by C!-C 3 -alkyl, hydroxy, Cx-C 3 -alkoxy , or 
fluorine, cyano or phenyl , 

C 4 -C 6 -alkadienylene, 

a substituted C 4 -C 6 -alkadienylene which is substituted 
once or twice by C 1 -C 3 -alkyl / fluorine, or cyano or phenyl ; 

1,3, 5-hexatrienylene, 

a 1 , 3 , 5-hexatrienylene which is substituted by C!-C 3 - 
alkyl, fluorine, or cyano or pheny 1 , and 

ethinylene, 

D is selected from the group consisting of C 2 -C 10 - 
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alkylene, 

a substituted C 2 -C 10 -alkylene which is substituted once or 
twice by Ci-Cg-alkyl, hydroxy, or Ci-Cg-alkoxy ; 

C 4 -C 10 -alkenylene , 

a substituted C 4 -C 10 -alkenylene which is substituted once 
or twice by Ci-Cg-alkyl, hydroxy, or Ci-Cg-alkoxy ; 

C 4 -C 10 -alkinylene, 

a substituted C 4 -C 10 -alkinylene which is substituted once 
or twice by Ci-Ce-alkyl, hydroxy, or C^-Cg-alkoxy ; and 

C 2 -C 10 -alkylene, C 4 -C 10 -alkenylene or C 4 -C 10 -alkinylene, in 
which one to three methylene units are isosterically replaced 
by O, S, NR 10 , CO, SO, or S0 2 , wherein R 10 has the same meaning 
as R 9 , but is selected independently thereof; 



wherein 

q is 1- — 2r, — err — 3- ; 

R 11 is selected from the group consisting of hydrogen C x - 
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C 6 -alkyl, hydroxy, hydroxymethyl , carboxy, or C 2 -C 7 - 
alkoxycarbonyl , 

R 12 is selected from the group consisting of hydrogen, C x - 
C 6 -alkyl and an oxo group adjacent to a nitrogen atom, 

G is sele c ted from the group consisting of Gl- — @2-; — @9r 
— and GD , wherein 

G 1 is - (CH 2 ) r - <CR 14 R 15 ) S -R 13 

r is 0 to 3, 

s is 0 or 1, 

R 13 is selected from the group consisting of hydrogen, Cj.- 
C 6 -alkyl , C 3 -C 6 -alkenyl , C 3 -C 6 -alkinyl , C 3 -C 8 -cycloalkyl , 

saturated or unsaturated four to eight-membered 
heterocycles which contain one or two hetero-atoms selected 
from the group consisting of N, S and 0, 

benzyl , phenyl , 

monocyclic aromatic five or six-membered heterocycles, 

monocyclic aromatic five or six-membered heterocycles 
which contain one to three hetero-atoms selected from the 
group consisting of N, S and O where the heter-atoms and are 
either bound directly or over a methylene group, 

anellated bi- and tricyclic aromatic or partially 
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hydrogenated carbocyclic ring systems with 8 to 16 ring atoms 
and at least one aromatic ring, wherein the linkage occurs 
either over an aromatic or a hydrogenated ring and either 
directly or over a methylene group, 

anellated bi- and tricyclic aromatic or partially 
hydrogenated heterocyclic ring systems with 8 to 16 ring atoms 
and at least one aromatic ring, wherein one to three ring 
atoms are selected from the group consisting of N, S and O and 
the linkage can occur either over an aromatic ring or a 
hydrated ring and either directly or over a methylene group, 

R 14 has the same meaning as R 13 , but is selected 
independently thereof ; 

R 15 is selected from the group consisting of hydrogen, 
hydroxy, methyl, benzyl, and phenyl, 

monocyclic aromatic five or six-member heterocycles , 
which contain one to three hetero-atoms selected from the 
group consisting of N, S and O and wherein the hetero-atoms 
are either bound directly or over a methylene group, 

anellated bi- and tricyclic aromatic or partially 
hydrogenated carbocyclic ring systems with 8 to 16 ring atoms 
and at least one aromatic ring, wherein the linkage occurs 
either over an aromatic or a hydrogenated ring and either 
directly or over a methylene group, 

anellated bi- and tricyclic aromatic or partially 
hydrogenated heterocyclic ring systems with 8 to 16 ring atoms 
and at least one aromatic ring, wherein one to three ring 
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atoms are selected from the group consisting of N, S and O and 
the linkage occurs either over an aromatic ring or a hydrated 
ring and either directly or over a methylene group, 



is selected from the group consisting of 
-C-(CH 2 ) r -(CR 14 R 15 ) s -R 13 

O 



■and- 



13 n 15 



-C-(CH 2 ) r -NR R 



O 



wherein r, — s — and the subs titu tents R** to R 1 ^ can have the 

above meaning , — or — the group — -WR tt R tt r 

w h ere i n — fffi^R 1 ^ is a nitrogen containing hetcrocyclc bound 

over — the nitrogen atom selected from the group consisting of 

s aturated or — unsaturated monocyclic, — four — to eight" 

member ed nitrogen-containing hetero c ycles , — 

s aturated or — unsaturated monocyclic, — four — to eight" 

member ed nitrogen" c ontainin g — he tei'ocyc 1 e s whi ch , — aside — from 

the — essential nitrogen atom, — contain one or — two — further 

he tero" atoms selected from the group consisting of N, — S and O, 

s aturated or unsaturated bi — or — bx - icy c lic anellated or 

bridged nitrogen" containing heterocycles with 0 — to — 1-6 — ring 
atoms , 

saturated or — unsaturated bi" — or — tricycli c anellated or 

bridged nitrogen-conLaining heterocycles with 0 — to — 1G ring 
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atoms whi c h aside from Lhe essential nitrogen atom, — contain 
one or two further heLro-atoms — that are selected from N, — 3 and 
e-r 

Q*-^h3 SO. (Cll ^-ft* * (03) 

wherein r and R^" have — the above meanings, 



&r * and Ar ? arc aclcctcd independently from each other 

from phenyl , — pyridyl or naphthyl, 

e 5 "— i-s GOR* * (G5) 

R* * is — 3clectcd from the group consisting of 

trif luoromethyl , — e^.— alkoxy, — alkcnyloxy, — and benzyloxy, 

wherein G is not - (CH 2 ) r - (CR 14 R 15 ) S -R 13 when 
R 13 represents pyridyl or phenyl, substituted by halogen, 

alkyl, alkoxy or trif luoromethyl , 
R 14 represents hydrogen or phenyl, substituted by 

halogen, alkyl , alkoxy or trif luoromethyl , 
R 15 represents hydrogen, 




At 



wherein 



A represents alkylene, substituted ethenylene or 
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butadienylene , 
D represents alkylene or alkenylene, 
E represents piperazine or homopiperazine, and 
S is 1; 

wherein G 1 is not phenyl, N-containing heteroaryl, 
- (CH 2 ) o_ 2 ~CH 2 -C 6 H 5 , - (CH 2 ) o-2~CH 2 -C 5 H 5 N, 

/C 6 H 5 or /C 6 H 5 

-(CH 2 )o. 2 — CH -(CH 2 ) 0 _ 2 — CH 

^C 5 H 5 N ^C 6 H 5 



wherein the phenyl group or moiety may be substituted by one 
or two members selected from the group consisting of halogen, 
a Ci-Cg alkyl, trif luoromethyl and a Ci-Cg alkoxy, 
when 

R 1 is hydrogen, a halogen, a Ci-Cg-alkyl, a Ci-Cg-alkoxy , a 
Ci-Cg-alkylthio , a C 3 -C 8 -cycloalkyloxy , a C 3 -C 8 - 
cycloalkylthio , a C 2 -C 7 -alkoxycarbonyl , carboxy , a phenyl, 
a phenoxy, a phenyl thio, 3-pyridyloxy or 3-pyridylthio; 

R 2 is hydrogen, a hydroxy, a C 1 -C 7 -alkanoyloxy or a C 2 -C 7 - 

alkoxycarbonyloxy , or when R 1 and R 2 are adjacent to each 
other, they may combine to form tetramethylene or 
-CH 2 OCR 8a R 9a 0- , wherein R 8a and R 9a are the same or 
different and are each a Ci-Cg-alkyl; 

R 3 is hydrogen, a C;L-C 6 -alkyl or a hydroxy-Ci-Cg-alkyl ; 

A is a Ci-Cg-alkylene or - (CR 6a =CR 7a ) ra- , wherein R 6a is 

hydrogen, a Cx-Cg-alkyl or a phenyl, R 7a is hydrogen, a C ± - 
C 6 -alkyl, cyano or a phenyl, and ra is 1 or 2; 

R 4 is hydrogen ; 

D is a Ci-CiQ-alkylene or a C 4 -C 10 -alkylene interrupted by at 

least one double bond; and 
E is selected from the group consisting of piperazine, 



Page 50 of 115 



09/596, 001 



Atty Dkt No. 69176 



piperazine, which is substituted by Ci-Cg-alkyl, 
homopiperazine, and homopiperazine, which is substituted 
by Ci-Ce-alkyl. 

14. (Previously presented) The pharmaceutical composition 
according to claim 12, wherein the pharmaceutical composition 
is present in a solid, peroral administrable form as a tablet, 
capsule, coated tablet, or as a liquid, peroral administration 
solution, suspension, effervescent tablet, in the form of tabs 
or sachets, which may be in the form of a suitable injection 
or infusion preparation together with suitable 
pharmaceutical ly acceptable carriers and adjuvants, in the 
form of a concentrate, powder or lyophilisate, in the form of 
a transdermal therapeutic system for systemic treatment, in 
the form of a gastrointestinal therapeutic system (GITS) for 
systemic treatment, in the form of a salve, suspension, 
emulsion, a balm or plaster or in the form of an externally 
applicable solution, in the form of a rectal, genital, or 
transurethral administration emulsion, a solution, a liposomal 
solution, an implant, suppository or a capsule, in the form of 
a composition capable of being applied nasally, otologically 
or ophthalmologically , or in a buccally applicable form. 

24. (Previously presented) The pharmaceutical 
composition according to claim 12, wherein a dosage unit for 
single administration contains about 0.001 to about 5000 mg 
active ingredient. 

32. (Currently amended) A pharmaceutical composition 
comprising the compound of formula (I) 
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(I) 

wherein 

R 1 is selected from the group consisting of hydrogen, 
halogen, cyano, Ci-Cg-alkyl, trif luoromethyl , C 3 -C 8 -cycloalkyl , 
Ci-Cg-hydroxyalkyl , hydroxy, C 1 -C 4 -alkoxy , benzyloxy, C 1 -C 4 - 
alkylthio, Ci-Cs-alkanoyloxy , C 1 -C 4 -alkylthio , C 2 -C 5 - 
alkoxycarbonyl , aminocarbonyl , C 2 -C 5 -alkylaminocarbonyl , C 3 -C 9 - 
dialkylaminocarbonyl , carboxy, phenyl, phenoxy, phenylthio, 
pyridyloxy, and NR 5 R 6 , wherein 

R 5 and R 6 are selected independently of each other from 
hydrogen and Cx-Ce-alkyl; 

R 2 is selected from the group consisting of hydrogen, 
halogen, cyano, Ci-Cg-alkyl, trif luoromethyl , hydroxy, and C^- 
C 4 -alkoxy ; 

R 3 is selected from the group consisting of hydrogen, 
halogen and Ci-Cg-alkyl; 

R 4 is selected from the group consisting of hydrogen, C x - 
C 6 -alkyl, C 3 -C 6 -alkenyl, C 3 -C 6 -cycloalkyl , hydroxy, Ci-Cg-alkoxy 
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and benzyloxy; 

k is 0 or 1, 

A is selected from the group consisting of Ci-Cg-alkylene, 

a substituted Ci-Cg-alkylene which is substituted one to 
three-fold by C 1 -C 3 -alkyl, hydroxy, or fluorine, or phenyl , 

C 2 -C 6 -alkylene / in which a methylene unit is isosterically 
replaced by O, S, NR 9 , CO, SO or S0 2 , wherein, with the 
exception of CO, the isosteric substitution is not adjacent to 
the amide group and, the residue R 9 , is selected from the group 
consisting of hydrogen, Ci-Ce-alkyl, Ci-Q-acyl and methane 
sulf onyl ; 

1, 2^cyclopropyleiie, 

C 2 -C 6 -alkenylene , 

a substituted C 2 -C 6 -alkenylene which is substituted once 
to three- fold by C 1 -C 3 -alkyl, hydroxy, fluorine, or cyano or 
phenyl , 

C 4 -C 6 -alkadienylene , 

a substituted C 4 -C 6 -alkadienylene which is substituted 
once to twice by C 1 -C 3 -alkyl, fluorine, or cyano or phenyl ; 

1,3, 5-hexatrienylene , 

a substituted 1 , 3 , 5-hexatrienylene which is substituted 
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by C 1 -C 3 -alkyl, fluorine, cyano, and 
ethinylene, 

D is selected from the group consisting of C 2 -C 10 - 
alkylene, 

a substituted C 2 -C 10 -alkylene which is substituted once or 
twice by C 1 -C 3 -alkyl or hydroxy; 

r 

C 4 -C 10 -alkenylene, 

a substituted C 4 -C 10 -alkenylene which is substituted once 
or twice by C 1 -C 3 -alkyl or hydroxy; 

C 4 -C 10 -alkinylene, 

a substituted C 4 -C 10 -alkinylene which is substituted once 
or twice by C 1 -C 3 -alkyl or hydroxy; and 

C 2 -C 10 -alkylene, C 4 -C 10 -alkenylene or C 4 -C 10 -alkinylene , 
wherein one to three methylene units are isosterically 
replaced by O, S, NR 10 , CO, SO, or S0 2/ wherein 

R 10 has the same meaning as R 9 , but is selected 
independently thereof ; 

E is 
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wherein 

q is 1- — 9r- t — err — 9- ; 

R 11 is selected from the group consisting of hydrogen C x - 
C 3 -alkyl, hydroxy, hydroxymethyl , carboxy, and C 2 -C 7 - 
alkoxycarbonyl and 

R 12 is selected from the group consisting of hydrogen, 
and an oxo group adjacent to a nitrogen atom, 

and wherein R 11 and R 12 may together form a C 1 -C 3 -alkylene 
bridge under formation of a bicyclic ring system; 

G is selected from the group consisting — of— Gl, 02-; — G3 , 
©4-; — and G5 , wherein 

G 1 is - (CH 2 ) r - (CR 14 R 15 ) S -R 13 

r is 0, 1 or 2, 

s is 0 or 1, 

R 13 is selected from the group consisting of hydrogen, 
C 6 -alkyl , C 3 -C 6 -alkenyl , C 3 -C 6 -alkinyl , C 3 -C 8 -cycloalkyl-r J _ 
benzyl , phenyl ; 
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monocyclic aromatic five or six-member ed heterocycles , 
which contain one to three hetero-atoms selected from the 
group consisting of N, S and O, wherein the heterocycles are 
either bound directly or over a methylene group, 

anellated bi- and tricyclic aromatic or partially 
hydrogenated carbocyclic ring systems with 8 to 16 ring atoms 
and at least one aromatic ring, wherein the linkage occurs 
either over an aromatic or a hydrogenated ring and either 
directly or over a methylene group, 

anellated bi- and tricyclic aromatic or partially 
hydrogenated heterocyclic ring systems with 8 to 16 ring atoms 
and at least one aromatic ring, wherein one to three ring 
atoms are selected from the group consisting of N, S and O, 
wherein the linkage occurs either over an aromatic ring or a 
hydrogenated ring and either directly or over a methylene 
group , 

R 14 has the same meaning as R 13 , but is selected 
independently thereof ; 

R 15 is selected from the group consisting of hydrogen, 
hydroxy , methyl , benzyl , phenyl , 

monocyclic aromatic five or six-membered heterocycles, 
which contain one to three hetero-atoms selected from the 
group consisting of N, S and O, wherein the heterocycles are 
either bound directly or over a methylene group, 

anellated bi- and tricyclic aromatic or partially 
hydrogenated carbocyclic ring systems with 8 to 16 ring atoms 
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and at least one aromatic ring, wherein the linkage occurs 
either over an aromatic or a hydrogented ring and either 
directly or over a methylene group, and 

anellated bi- and tricyclic aromatic or partially 
hydrogenated heterocyclic ring systems with 8 to 16 ring atoms 
and at least one aromatic ring, wherein one to three ring 
atoms can be selected from N, S and O and the linkage may 
occur either over an aromatic ring or a hydrogenated ring and 
either directly or over a methylene group; 



*& * io — oc looted from — the group consisting of 
-C-(CH 2 ) r -(CR 14 R ,5 ) s -R 13 

O 



-C-(CH 2 ) r -NR 13 R 1J (Q2b) 

II 

o 



wherein r, — s — and the substitutents to IV" can have the 

above mean i ng , — or — the group "NR tt fi tt is a nitrogen containing 
heterocycle, 

wherein u NR tt fi tt i3 a nitrogen containing heterocycl e bound 

over — the nitrogen atom, — the nitrogen^ containing heterocycle 
sele c ted from the group consisting ol 

s aturated or unsaturated monocyclic, — four — to e ight" 

member ed heterocycles which aside from the essential nitrogen 
atom contain one or — two — further he Lejuu" atoms — selected from the 
group consisting of N, — 3 and O, 
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saturated or unsaturated bi - or — tricyclic anellated ox 

bridged heterocycles with 0 — bo — 3r6 — ring atoms , — and 

saturated or — unsaturated bi" or tri c yclic anellated or 

bridged heterocycles with 0 — to 10 ring atoms — that aside from 
the essential nitrogen atom, — contain on e or — two — further hetro 
atoms — that are s e le c ted from th e group consisting of N, — 3 and 
&r 

©*-^rS SO ? ( CIL ^-R** 

wherein r and have the above moaning, 

6*— 3rd 

\ ^Ar 1 ' 

Ar 2 



wherein 

Ar * and Ar ? are be — selected independently from each other 

from the group consisting of phenyl, — pyridyl and naphthyl , 

GGR** 

R* * is oclcctcd from the group consisting of 

trif luoromethyl , — alkoxy, — Gy-e$ . alkenyloxy, — and benzyloxy, 

wherein G is not phenyl, N-containing heteroaryl, 
- (CH 2 ) 0 -2~CH 2 -C 6 H 5 , ~ (CH 2 ) 0 -2~CH2-C5H 5 N, 
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/C 6 H 5 or /C 6 H 5 

-(CH 2 ) 0 . 2 — CH -(CH 2 )o_ 2 — CH 

^C 5 H 5 N ^QH 5 

wherein the phenyl group or moiety may be substituted by one 
or two members selected from the group consisting of halogen, 
a C 1 -C 6 alkyl, trif luoromethyl and a Ci-Cg alkoxy, 
when 

R 1 is hydrogen, a halogen, a Ci-Cg-alkyl, a Ci-Cg-alkoxy , a 
Ci-Cg-alkylthio, a C 3 -C 8 -cycloalkyloxy , a C 3 -C 8 - 
cycloalkylthio, a C 2 -C 7 -alkoxycarbonyl , carboxy, a phenyl, 
a phenoxy, a phenyl thio, 3-pyridyloxy or 3-pyridylthio; 

R 2 is hydrogen, a hydroxy, a C 1 -C 7 -alkanoyloxy or a C 2 -C 7 - 

alkoxycarbonyloxy , or when R 1 and R 2 are adjacent to each 
other, they may combine to form tetramethylene or 
-CH 2 OCR 8a R 9a 0- , wherein R 8a and R 9a are the same or 

different and are each a Ci-Cg-alkyl ; 

R 3 is hydrogen, a Ci-Cg-alkyl or a hydroxy-C^-Cg-alkyl ; 

A is a Ci-Ce-alkylene or - (CR 6a =CR 7a ) ra- , wherein R 6a is 

hydrogen, a C^-Cg-alky! or a phenyl, R 7a is hydrogen, a C x - 
C 6 -alkyl, cyano or a phenyl, and ra is 1 or 2; 

R 4 is hydrogen ; 

D is a Ci-CiQ-alkylene or a C 4 -C 10 -alkylene interrupted by at 

least one double bond; and 
E is selected from the group consisting of piperazine, 

piperazine, which is substituted by C^-Cg-alkyl , 

homopiperazine, and homopiperazine, which is substituted 

by Ci-Ce-alkyl. 

33. (Currently amended) A method of inhibiting tumor 
cell growth in a human or animal body comprising administering 
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to the human or animal body in need thereof an amount of a 
pharmaceutical composition effective for inhibiting tumor cell 
growth, wherein the pharmaceutical composition includes a 
compound of general formula (I) 



wherein : 

R 1 is selected from the group consisting of hydrogen, 
halogen, cyano, Cx-Cg-alkyl, C 3 -C 6 -alkenyl , C 2 -C 6 -alkinyl , 
trif luoromethyl , C 3 -C 8 -cycloalkyl , Ci-Cg-hydroxyalkyl , hydroxy, 
Ci-Ce-alkoxy , C 3 -C 6 -alkenyloxy , C 3 -C 6 -alkinyloxy , benzyloxy, C x - 
C 7 -alkanoyloxy , C 2 -C 7 -alkoxycarbonyloxy , C 1 -C 6 -alkylthio , C 3 -C 6 - 
alkenylthio , C 3 -C 6 -alkinylthio , C 3 -C 8 -cycloalkyloxy , C 3 -C 8 - 
cycloalkylthio, C 2 -C 7 -alkoxycarbonyl , aminocarbonyl , C 2 -C 7 - 
alkylaminocarbonyl , C 3 -C 13 -dialkylaminocarbonyl , carboxy , 
phenyl, phenoxy , phenyl thio, pyridyloxy, pyridylthio, and 
NR 5 R 6 , wherein 

R 5 and R 6 are selected independently of each other from 
the group consisting of hydrogen, Ci-Cg-alkyl, C 3 -C 6 -alkenyl , 
C 3 -C 6 -alkinyl , benzyl and phenyl; 

R 2 is selected from the group consisting of hydrogen, 
halogen, cyano, Ci-Cg-alkyl, trif luoromethyl , hydroxy, C;l-C 6 - 
alkoxy, benzyloxy and Ci-C^-alkanoyloxy ; 




A-C-N-D-E-G 



(0) k 



(I) 
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R 3 is selected from the group consisting of hydrogen, 
halogen, Cx-Cg-alkyl, trif luoromethyl and Cx-Cg-hydroxyalkyl ; 

R 4 is selected from the group consisting of hydrogen, d- 
C 6 -alkyl , C 3 -C 6 -alkenyl , C 3 -C 6 -alkinyl , C 3 -C 6 -cycloalkyl , 
hydroxy, d-Cg-alkoxy and benzyloxy; 

k is 0 or 1, 

A is selected from the group consisting of 
Cx-Cg-alkylene, 

a susbstituted d-Ce-alkylene which is substituted one to 
three-fold by C 1 -C 3 -alkyl, hydroxy, Ci-C^-alkoxy , or fluorine, 
or phenyl, 

C 2 -C 6 -alkylene, in which a methylene unit is isosterically 
replaced by O, S, NR 9 , CO, SO or S0 2 , wherein, with the 
exception of CO, the isosteric substitution is not adjacent to 
the amide group and R 9 is selected from the group consisting of 
hydrogen, Ci-Cg-alkyl, C 3 -C 6 -alkenyl , C 3 -C 6 -alkinyl , Cx-Cg-acyl 
and Ci-Cg-alkanesulf onyl , 

1 , 2 "eye lopropy lene , 

C 2 -C 6 -alkenylene, 

a substituted C 2 -C 6 -alkenylene which is substituted once 
to three-fold by C 1 -C 3 -alkyl, hydroxy, C 1 -C 3 -alkoxy , fluorine, 
cyano or phenyl , 

C 4 -C 6 -alkadienylene, 
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a substituted C 4 -C 6 -alkadienylene which is substituted 
once or twice by C 1 -C 3 -alkyl, fluorine, or cyano or pheny 1 ; 




1,3, 5-hexatrienylene, 

a 1 , 3 , 5-hexatrienylene which is substituted by C 1 -C 3 - 
alkyl, fluorine, or cyano or phenyl , and 

ethinylene, 

D is selected from the group consisting of C 2 -C 10 - 
alkylene, 

a substituted C 2 -C 10 -alkylene which is substituted once or 
twice by Ci-Cg-alkyl, hydroxy, or Ci-Cg-alkoxy ; 

C 4 -C 10 -alkenylene , 

a substituted C 4 -C 10 -alkenylene which is substituted once 
or twice by Ci-Cg-alkyl, hydroxy, or Ci-Cg-alkoxy ; 

C 4 -C 10 -alkinylene , 

a substituted C 4 -C 10 -alkinylene which is substituted once 
or twice by Cx-Cg-alkyl, hydroxy, or Ci-Cg-alkoxy ; and 

C 2 -C 10 -alkyl ene , C 4 — C^q — alkenylene or C 4 — C 1 o~alkinylene, in 
which one to three methylene units are isosterically replaced 
by O, S, NR 10 , CO, SO, or S0 2 , wherein R 10 has the same meaning 
as R 9 , but is selected independently thereof; 




E is 
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R 



n 



(D> 




— (G) 



12 



R 



wherein 



q is 1- — 2r, — or 3 ; 

R 11 is selected from the group consisting of hydrogen C 2 - 
C 6 -alkyl, hydroxy, hydroxymethyl , carboxy, or C 2 -C 7 - 
alkoxycarbonyl , 

R 12 is selected from the group consisting of hydrogen, C x - 
C 6 -alkyl and an oxo group adjacent to a nitrogen atom, 

G is sel e cted from th e group consisting of Gl- — S9r- f — G3 , 
— and G5 , wherein 

G 1 is - (CH 2 ) r -(CR 14 R 15 ) s -R 13 

r is 0 to 3, 

s is 0 or 1, 

R 13 is selected from the group consisting of hydrogen, C x - 
C 6 -alkyl , C 3 -C 6 -alkenyl , C 3 -C 6 -alkinyl , C 3 -C 8 -cycloalkyl , 

saturated or unsaturated four to eight-membered 
heterocycles which contain one or two hetero-atoms selected 
from the group consisting of N, S and 0, 
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benzyl , phenyl , 

monocyclic aromatic five or six-member ed heterocycles , 

monocyclic aromatic five or six-membered heterocycles 
which contain one to three hetero-atoms selected from the 
group consisting of N, S and O where the heter-atoms and are 
either bound directly or over a methylene group, 

anellated bi- and tricyclic aromatic or partially 
hydrogenated carbocyclic ring systems with 8 to 16 ring atoms 
and at least one aromatic ring, wherein the linkage occurs 
either over an aromatic or a hydrogenated ring and either 
directly or over a methylene group, 

anellated bi- and tricyclic aromatic or partially 
hydrogenated heterocyclic ring systems with 8 to 16 ring atoms 
and at least one aromatic ring, wherein one to three ring 
atoms are selected from the group consisting of N, S and O and 
the linkage can occur either over an aromatic ring or a 
hydrated ring and either directly or over a methylene group, 

R 14 has the same meaning as R 13 , but is selected 
independently thereof ; 

R 15 is selected from the group consisting of hydrogen, 
hydroxy, methyl, benzyl, and phenyl, 

monocyclic aromatic five or six-member heterocycles, 
which contain one to three hetero-atoms selected from the 
group consisting of N, S and O and wherein the hetero-atoms 
are either bound directly or over a methylene group, 
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anellated bi- and tricyclic aromatic or partially 
hydrogenated carbocyclic ring systems with 8 to 16 ring atoms 
and at least one aromatic ring, wherein the linkage occurs 
either over an aromatic or a hydrogenated ring and either 
directly or over a methylene group, 

anellated bi- and tricyclic aromatic or partially 
hydrogenated heterocyclic ring systems with 8 to 16 ring atoms 
and at least one aromatic ring, wherein one to three ring 
atoms are selected from the group consisting of N, S and O and 
the linkage occurs either over an aromatic ring or a hydra ted 
ring and either directly or over a methylene group, 

6 ^ is — sel e ct e d from the group consisting of 

- C - (CH 2 ) r - (CR 14 R l: ) s - R 13 

O 

and -C-(CH 2 ) r -NR 13 R 15 

O 



whex-ein r , — s — and the substitutents R** to can have the 
above meaning, — or — the group "NR^fi^r 

wherein "NR^ fi 1 5 is a nitrogen containing hctcrocycle bound 
o ver — the nitrogen atom selected from the group consisting — erf- 

s aturated or unsaturated monocyclic, — four — to — e ight" 

membei ' ed nitrogen^containing heterocy c les , — 

s aturated ox * unsaturated monocyclic, — four — to eight" 
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member ed nitrogen ^containiiiy — heterocycles which, — aside — from 
the — essential nitrogen atom, — corrba i n on e or two — further 
hetero^aLoms selected Iiom the group consisting of N, — 3— and O, 

s aturated or — unsaturated tei^ ojj — tricyclic anellated or 

bridged niti'ogen»containing heterocycles with 0 — to 1C ring 
atoms , 

s aturated or unsaturated bi- — or — tricyclic anellated or 

bridged nitrogen^containing heterocycles with 0 — Lo 1C riny 
atoms which aside from the essential nitrogen atom, — conta -m 
one or — two further hetro-atoms — that— are selected from N, — S— artd 



— se ^ (cii gfr T -R* * (G3) 

wherein r and have — the above meanings , 
6 * io 



V 



wherein 

Ar 1 and Ar ? are 3Glccted independently from each other 

from phenyl, — py r i dy 1 or napli Lhy 1 , 

e*— m eeft^ 



-±-s — aclcctcd from the group conoioting of 



tr i f 1 uorome Lliy 1 / — 6*— alkoxy, — S^-G ^ alkcnyloxy, — and bcnsyloxy. 



Page 66 of 115 



09/596, 001 



Atty Dkt No. 6917 6 



34. (Currently amended) A method of suppressing 
autoimmune diseases in a human or animal body comprising 
administering to the human or animal body in need thereof an 
amount of a pharmaceutical composition effective for 
suppressing autoimmune reactions, 

wherein the pharmaceutical composition includes a compound of 
general formula (I) 




(1) 

wherein : 

R 1 is selected from the group consisting of hydrogen, 
halogen, cyano, Ci-Cg-alkyl, C 3 -C 6 -alkenyl , C 2 -C 6 -alkinyl , 
trif luoromethyl , C 3 -C 8 -cycloalkyl , Ci-Cg-hydroxyalkyl , hydroxy, 
Ci-Cg-alkoxy , C 3 -C 6 -alkenyloxy , C 3 -C 6 -alkinyloxy , benzyloxy, C x - 
C 7 -alkanoyloxy , C 2 -C 7 -alkoxycarbonyloxy, C^-Ce-alkylthio, C 3 -C 6 - 
alkenylthio, C 3 -C 6 -alkinylthio , C 3 -C 8 -cycloalkyloxy , C 3 -C 8 - 
cycloalkylthio, C 2 -C 7 -alkoxycarbonyl , aminocarbonyl , C 2 -C 7 - 
alkylaminocarbonyl , C 3 -C 13 -dialkylaminocarbonyl , carboxy , 
phenyl, phenoxy, phenyl thio, pyridyloxy, pyridylthio, and 
NR 5 R 6 , wherein 

R 5 and R 6 are selected independently of each other from 
the group consisting of hydrogen, Ci-Cg-alkyl, C 3 -C 6 -alkenyl , 
C 3 -C 6 -alkinyl , benzyl and phenyl; 

R 2 is selected from the group consisting of hydrogen, 
halogen, cyano, Ci-Cg-alkyl, trif luoromethyl , hydroxy, C^Cq- 
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alkoxy, benzyloxy and Ci-Cv-alkanoyloxy ; 

R 3 is selected from the group consisting of hydrogen, 
halogen, Cx-Cg-alkyl, trif luoromethyl and Ci-Cg-hydroxyalkyl ; 

R 4 is selected from the group consisting of hydrogen, C^- 
C 6 -alkyl , C 3 -C 6 -alkenyl , C 3 -C 6 -alkinyl , C 3 -C 6 -cycloalkyl , 
hydroxy, Ci-Cg-alkoxy and benzyloxy; 

k is 0 or 1, 

A is selected from the group consisting of 
Ci-Cg-alkylene, 

a susbstituted Ci-Cg-alkylene which is substituted one to 
three-fold by C 1 -C 3 -alkyl, hydroxy, Ci-Cg-alkoxy , or fluorine, 
u-L ' pheriy 1 , 

C 2 -C 6 -alkylene, in which a methylene unit is isosterically 
replaced by O, S, NR 9 , CO, SO or S0 2/ wherein, with the 
exception of CO, the isosteric substitution is not adjacent to 
the amide group and R 9 is selected from the group consisting of 
hydrogen, Ci-Ce-alkyl, C 3 -C 6 -alkenyl , C 3 -C 6 -alkinyl , C!-C 6 -acyl 
and Ci-Cg-alkanesulf onyl , 

1, 2"cyclopi - opylen e / 

C 2 -C 6 -alkenylene , 

a substituted C 2 -C 6 -alkenylene which is substituted once 
to three-fold by Ci-Ca-alkyl, hydroxy, C!-C 3 -alkoxy , fluorine, 
or cyano or ph e nyl , 
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C 4 -C 6 -alkadienylene, 

a substituted C 4 -C 6 -alkadienylene which is substituted 
once or twice by C 1 -C 3 -alkyl, fluorine, or cyano ov phenyl ; 

1,3, 5-hexatrienylene, 

a 1, 3 , 5-hexatrienylene which is substituted by C^C^- 
alkyl, fluorine, cyano or phenyl, and 

ethinylene, 

D is selected from the group consisting of C 2 -C 10 - 
alkylene, 

a substituted C 2 -C 10 -alkylene which is substituted once or 
twice by Ci-Cg-alkyl, hydroxy, or Ci-Cg-alkoxy ; 

C 4 -C 10 -alkenylene, 

a substituted C 4 -C 10 -alkenylene which is substituted once 
or twice by Ci-Ce-alkyl, hydroxy, or Ci-Cg-alkoxy ; 

C 4 -C 10 -alkinylene , 

a substituted C 4 -C 10 -alkinylene which is substituted once 
or twice by Ci-Cg-alkyl, hydroxy, or C!-C 6 -alkoxy ; and 

C 2 -C 10 -alkylene, C 4 -C 10 -alkenylene or C 4 -C 10 -alkinylene, in 
which one to three methylene units are isosterically replaced 
by O, S, NR 10 , CO, SO, or S0 2 , wherein R 10 has the same meaning 
as R 9 , but is selected independently thereof; 
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E is 



R 



n 



(D)— 




— (G) 



12 



R 



wherein 
q is 1- — 9r- t — or 3 ; 

R 11 is selected from the group consisting of hydrogen C^- 
C 6 -alkyl, hydroxy, hydroxymethyl , carboxy, or C 2 -C 7 - 
alkoxycarbonyl , 

R 12 is selected from the group consisting of hydrogen, C^- 
C 6 -alkyl and an oxo group adjacent to a nitrogen atom, 

G is sele c ted from the group consisting of Gl , fj2r-, — G3 , 
&4r, — and G5 , — wherein 

G 1 is - (CH 2 ) r - (CR 14 R 15 ) S -R 13 

r is 0 to 3, 

s is 0 or 1, 

R 13 is selected from the group consisting of hydrogen, C^- 
C 6 -alkyl , C 3 -C 6 -alkenyl , C 3 -C 6 -alkinyl , C 3 -C 8 -cycloalkyl , 

saturated or unsaturated four to eight-membered 
heterocycles which contain one or two hetero-atoms selected 
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from the group consisting of N, S and 0, 
benzyl, phenyl, 

monocyclic aromatic five or six-membered heterocycles , 

monocyclic aromatic five or six-membered heterocycles 
which contain one to three hetero-atoms selected from the 
group consisting of N, S and O where the heter-atoms and are 
either bound directly or over a methylene group, 

anellated bi- and tricyclic aromatic or partially 
hydrogenated carbocyclic ring systems with 8 to 16 ring atoms 
and at least one aromatic ring, wherein the linkage occurs 
either over an aromatic or a hydrogenated ring and either 
directly or over a methylene group, 

anellated bi- and tricyclic aromatic or partially 
hydrogenated heterocyclic ring systems with 8 to 16 ring atoms 
and at least one aromatic ring, wherein one to three ring 
atoms are selected from the group consisting of N, S and O and 
the linkage can occur either over an aromatic ring or a 
hydrated ring and either directly or over a methylene group, 

R 14 has the same meaning as R 13 , but is selected 
independently thereof ; 

R 15 is selected from the group consisting of hydrogen, 
hydroxy, methyl, benzyl, and phenyl, 

monocyclic aromatic five or six-member heterocycles, 
which contain one to three hetero-atoms selected from the 
group consisting of N, S and O and' wherein the hetero-atoms 
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are either bound directly or over a methylene group, 

anellated bi- and tricyclic aromatic or partially 
hydrogenated carbocyclic ring systems with 8 to 16 ring atoms 
and at least one aromatic ring, wherein the linkage occurs 
either over an aromatic or a hydrogenated ring and either 
directly or over a methylene group, 

anellated bi- and tricyclic aromatic or partially 
hydrogenated heterocyclic ring systems with 8 to 16 ring atoms 
and at least one aromatic ring, wherein one to three ring 
atoms are selected from the group consisting of N, S and O and 
the linkage occurs either over an aromatic ring or a hydrated 
ring and either directly or over a methylene group, 

6 ? is selected from the group con3i3ting of 



wherein r , — s and — the substitutents R** to can have — the 

above meaning, — err — the group u NR n fi tt r 

wherein — i3 a nitrogen containing hcterocyclc bound 

over — the nitrogen atom selected from the group consisting — erf- 

s aturated or unsaLma ted monocyclic, — lour — to eight- 

membered nitrogen^containing het e rocycles , — 



-C-(CH 2 ) r -(CR 14 R i: ) s -R 
O 



-Hr 



and 



- C - (CH 2 ) r -NR 13 R 15 

II 

o 
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saturated or unsaturated monocyclic, — four — to eight" 

membered nitrogen" C ontaining heterocyclics which, — aside — from 
the — essential nitrogen atom, — contain one ui — two — further 
hetero"atoms — selected — from — the group consisting — of N, — 3 and Q , 

saturated or unsaturated bi — or — tricyclic anellated or 

bridged nitrogen^ containing — he t era cycles — with — 8 — to — 3r6 — ring 
atoms , 

saturated or unsaturated bi" — ox — tricyclic anellated or 

bridged ni Lrogen^containing heterocycles with 8 — to 10 — ring 
atoms which aside from the essential nitrogen atom, — c ontain 
one or — two — further he tro "atoms — that are selected from N, — 3 and 
e-r 

SB ? (CIL >-f r -R* * (G3) 

wherein r and R*^ have — the above meanings , 
0 * is 

\ ^Ar 1 ' 

Ar 2 

wherein 

fer * and Ar ? arc selected independently from each other 

from phenyl , — pyridyl — or naphthyl, 



-ts eOR' 



ft 



is selected from the group consisting of 
trif luoromeLhy 1 , — e^.— B t allcoxy, — G^— € ^ alkenyloxy, — and bcngyloxy. 



Page 73 of 115 



0 



09/596,001 



Atty Dkt No. 69176 



35. (Currently amended) A method for production of 
compounds according to formula (I) 




(0) k 



wherein compounds of a formula 

»3 



A-C-N-D-E-G 
I 

R 4 



(I) 




A-C-N-D-E-H 
I 

R 4 



(0) k 



are reacted with a compound of formula (IV) 

L - G (IV) 

wherein G is not hydrogen and is defined below, and L is a 

leaving group selected from the group consisting of alcohol, 

chlorine, bromine, iodine, sulfonic acid ester, 

me thane sul fonyloxy , tr i f luorome thanesul f onyloxy , 

ethanesul fonyloxy, benz ensul fonyloxy , p- toluenesul fonyloxy , p- 
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bromobenzenesuf lonyloxy, m-nitrobenzenesulf onyloxy , and a 
terminal epoxide group, 

wherein the reaction occurs in an inert solvent at a 
temperature between about 0*C and about 180 *C, 
wherein : 

R 1 is selected from the group consisting of hydrogen, 
halogen, cyano, Ci-Cg-alkyl, C 3 -C 6 -alkenyl , C 2 -C 6 -alkinyl , 
trif luoromethyl , C 3 -C 8 -cycloalkyl , Ci-Cg-hydroxyalkyl , hydroxy, 
Cx-Ce-alkoxy , C 3 -C 6 -alkenyloxy , C 3 -C 6 -alkinyloxy , benzyloxy, C ± - 
C 7 -alkanoyloxy , C 2 -C 7 -alkoxycarbonyloxy , Ci-Ce-alkylthio , C 3 -C 6 - 
alkenylthio , C 3 -C 6 -alkinylthio , C 3 -C 8 -cycloalkyloxy , C 3 -C 8 - 
cycloalkylthio , C 2 -C 7 -alkoxycarbonyl , aminocarbonyl , C 2 -C 7 - 
alkylaminocarbonyl , C 3 -C 13 -dialkylaminocarbonyl , carboxy , 
phenyl, phenoxy, phenylthio, pyridyloxy, pyridylthio, and 
NR 5 R 6 , wherein 

R 5 and R 6 are selected independently of each other from 
the group consisting of hydrogen, Ci-Cg-alkyl, C 3 -C 6 -alkenyl , 
C 3 -C 6 -alkinyl, benzyl and phenyl; 

R 2 is selected from the group consisting of hydrogen, 
halogen, cyano, Ci-Cg-alkyl, trif luoromethyl , hydroxy, Ci-Cg- 
alkoxy, benzyloxy and Ci-C^-alkanoyloxy ; 

R 3 is selected from the group consisting of hydrogen, 
halogen, Ci-Cg-alkyl, trif luoromethyl and Ci-Cg-hydroxyalkyl ; 

R 4 is selected from the group consisting of hydrogen, C x - 
C 6 -alkyl , C 3 -C 6 -alkenyl , C 3 -C 6 -alkinyl , C 3 -C 6 -cycloalkyl , 
hydroxy, Ci-Ce-alkoxy and benzyloxy; 

k is 0 or 1, 
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A is selected from the group consisting of 
Ci-Cg-alkylene, 

a susbstituted Cx-Cg-alkylene which is substituted one to 
three-fold by C 1 -C 3 -alkyl / hydroxy, C!-C 3 -alkoxy , or fluorine, 
or phenyl , 

C 2 -C 6 -alkylene, in which a methylene unit is isosterically 
replaced by 0, S, NR 9 , CO, SO or S0 2 , wherein, with the 
exception of CO, the isosteric substitution is not adjacent to 
the amide group and R 9 is selected from the group consisting of 
hydrogen, Ci-Ce-alkyI, C 3 -C 6 -alkenyl , C 3 -C 6 -alkinyl , Ci-Cg-acyl 
and Ci-Cg-alkanesulf onyl , 

1 , 2 — cyclopropylene , 

C 2 -C 6 -alkenylene, 

a substituted C 2 -C 6 -alkenylene which is substituted once 
to three-fold by C 1 -C 3 -alkyl, hydroxy, C!-C 3 -alkoxy , fluorine, 
or cyano or phenyl , 

C 4 -C 6 -alkadienylene , 

a substituted C 4 -C 6 -alkadienylene which is substituted 
once or twice by C 1 -C 3 -alkyl, fluorine, or cyano or pheny 1 ; 

1,3, 5-hexatrienylene, 

a 1 , 3 , 5-hexatrienylene which is substituted by C;l-C 3 - 
alkyl, fluorine, or cyano or phenyl , and 

ethinylene, 
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D is selected from the group consisting of C 2 -C 10 - 
alkylene, 

a substituted C 2 -C 10 -alkylene which is substituted once or 
twice by Ci-Cg-alkyl, hydroxy, or Ci-Cg-alkoxy ; 

C 4 -C 10 -alkenylene , 

a substituted C 4 -C 10 -alkenylene which is substituted once 
or twice by Ci-Cg-alkyl, hydroxy, or Ci-Cg-alkoxy ; 

C 4 -C 10 -alkinylene , 

a substituted C 4 -C 10 -alkinylene which is substituted once 
or twice by Cx-Cg-alkyl, hydroxy, or Ci-Cg-alkoxy ; and 

C 2 -C 10 -alkylene, C 4 -C 10 -alkenylene or C 4 -C 10 -alkinylene, in 
which one to three methylene units are isosterically replaced 
by O, S, NR 10 , CO, SO, or S0 2 , wherein R 10 has the same meaning 
as R 9 , but is selected independently thereof; 



E is 




wherein 



q is 1-, — 2r, — or — 3- ; 
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R 11 is selected from the group consisting of hydrogen C^- 
C 6 -alkyl, hydroxy, hydroxymethyl , carboxy, or C 2 -C 7 - 
alkoxycarbonyl , 

R 12 is selected from the group consisting of hydrogen, C x - 
C 6 -alkyl and an oxo group adjacent to a nitrogen atom, 

G is selected from the group consisting o£ Gl, Q2 , — G3 , 
&4r, — and G5 , — wherein 

G 1 is - (CH 2 ) r - (CR 14 R 15 ) S -R 13 

r is 0 to 3, 

s is 0 or 1, 

R 13 is selected from the group consisting of hydrogen, C^.- 
C 6 -alkyl , C 3 -C 6 -alkenyl , C 3 -C 6 -alkinyl , C 3 -C 8 -cycloalkyl , 

saturated or unsaturated four to eight -member ed 
heterocycles which contain one or two hetero-atoms selected 
from the group consisting of N, S and 0, 

benzyl , phenyl , 

monocyclic aromatic five or six-membered heterocycles, 

monocyclic aromatic five or six-membered heterocycles 
which contain one to three hetero-atoms selected from the 
group consisting of N, S and O where the heter-atoms and are 
either bound directly or over a methylene group, 

anellated bi- and tricyclic aromatic or partially 
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hydrogenated carbocyclic ring systems with 8 to 16 ring atoms 
and at least one aromatic ring, wherein the linkage occurs 
either over an aromatic or a hydrogenated ring and either 
directly or over a methylene group, 

anellated bi- and tricyclic aromatic or partially 
hydrogenated heterocyclic ring systems with 8 to 16 ring atoms 
and at least one aromatic ring, wherein one to three ring 
atoms are selected from the group consisting of N, S and O and 
the linkage can occur either over an aromatic ring or a 
hydrated ring and either directly or over a methylene group, 

R 14 has the same meaning as R 13 , but is selected 
independently thereof ; 

R 15 is selected from the group consisting of hydrogen, 
hydroxy, methyl, benzyl, and phenyl, 

monocyclic aromatic five or six-member heterocycles , 
which contain one to three hetero-atoms selected from the 
group consisting of N, S and O and wherein the hetero-atoms 
are either bound directly or over a methylene group, 

anellated bi- and tricyclic aromatic or partially 
hydrogenated carbocyclic ring systems with 8 to 16 ring atoms 
and at least one aromatic ring, wherein the linkage occurs 
either over an aromatic or a hydrogenated ring and either 
directly or over a methylene group, 

anellated bi- and tricyclic aromatic or partially 
hydrogenated heterocyclic ring systems with 8 to 16 ring atoms 
and at least one aromatic ring, wherein one to three ring 
atoms are selected from the group consisting of N, S and O and 
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the linkage occurs either over an aromatic ring or a hydrated 
ring and either directly or over a methylene group, 

& io ooloctod from the group consisting of 

- C - (CH 2 ) r - (CR 14 R 15 ) S - R 13 

O 

— -C-(CH 2 ) r -NR 13 R 15 

O 



wherein r, — s and the substi tutents R** to R 1 ^ can have th e 

abo v e meaning , — err — the group — -NR**R*V- 

wherein -NR^-R^" i3 a nitrogen containing heterocyclc bound 

over — the nitrogen atom selected from the group consisting — erf 

s aturated or — unsaturated monocyclic, — four — to eight- 

membered nitrogen" containing heterocycles , — 

saturated or — unsaturated monocyclic , — four — to — eight" 

membered ni trogen^containing heterocycles which, — aside — from 
th e — e ssential nitrogen atom, — c ontain one or — two — further 
h e tero-atoms — selected from the group consisting — of N, — 3 and Q , 

s aturated or — unsaturated bi" — or — tricyclic anellated or 

bridged ni Lrogen-coiitaining heterocycles with 8 — to 10 ring 
atoms , 

s aturated ox * unsaturated bi" — or — tricyclic anellated or 

bridged nitrogen^containing heterocycles wiLh 0 Lu — 3r6 — ring 
atoms which aside — from the essential nitrogen atom, — contain 
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o n e or two further 1 hetro-atoms — that ar e s e l ec ted from N, — 3 and 
Or 

S*— *e Se ? (CIL >.-f r -nR* * (G3) 

wh e rein r and R** have — the abov e meanings , 
6 * io 

\ ^Ar 1 ' 

Ar 

wherein 

ftr 1 and Ar^ arc selected independently from e ach other 

from phenyl, — pyridyl or naphthy 1 , 

is GOR^ 

R w i3 selected from the group conoioting of 

trill Ltorome thy 1 , — e^.— € ^ alkoxy, — e^-e ^ alkcnyloxy, — and benzyloxy. 

36. (Currently amended) A method for production of 
compounds according to formula (I) 
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(I) 

wherein compounds of a formula 




are reacted with a compound of formula (IV) 

L - G (IV) 

wherein G is selected from the group consisting of alkyl, 
alkenyl, alkinyl, cycloalkyl, aryl, aralkyl, heteroaryl and 
heteroaralkyl , 

wherein L is a leaving group selected from the group 
consisting of alcohol, chlorine, bromine, iodine, sulfonic 
acid ester, methanesulf onyloxy , trif luoromethanesulf onyloxy , 
ethanesulf onyloxy , benzensulf onyloxy , p-toluenesulf onyloxy , p- 
bromobenzenesuf lonyloxy , m-ni trobenzenesulf onyloxy , and a 
terminal epoxide group, 

wherein the reaction occurs in an inert solvent at a 
temperature between about 0"C and about 180'C, 
wherein : 
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R 1 is selected from the group consisting of hydrogen, 
halogen, cyano, Ci-Ce-alkyl, C 3 -C 6 -alkenyl , C 2 -C 6 -alkinyl , 
trif luoromethyl , C 3 -C 8 -cycloalkyl , Ci-Ce-hydroxyalkyl , hydroxy, 
C!-C 6 -alkoxy , C 3 -C 6 -alkenyloxy , C 3 -C 6 -alkinyloxy , benzyloxy, C x - 
C 7 -alkanoyloxy, C 2 -C 7 -alkoxycarbonyloxy , Ci-Cg-alkylthio , C 3 -C 6 - 
alkenylthio , C 3 -C 6 -alkinylthio , C 3 -C 8 -cycloalkyloxy , C 3 -C 8 - 
cycloalkylthio , C 2 -C 7 -alkoxycarbonyl , aminocarbonyl , C 2 -C 7 - 
alkylaminocarbonyl , C 3 -C 13 -dialkylaminocarbonyl , carboxy, 
phenyl, phenoxy, phenylthio, pyridyloxy, pyridylthio, and 
NR 5 R 6 , wherein 

R 5 and R 6 are selected independently of each other from 
the group consisting of hydrogen, Cx-Cg-alkyl, C 3 -C 6 -alkenyl , 
C 3 -C 6 -alkinyl , benzyl and phenyl; 

R 2 is selected from the group consisting of hydrogen, 
halogen, cyano, Ci-Cg-alkyl, trif luoromethyl , hydroxy, Ci-Cg- 
alkoxy, benzyloxy and Ci-C^-alkanoyloxy ; 

R 3 is selected from the group consisting of hydrogen, 
halogen, C 1 -C 6 -alkyl, trif luoromethyl and Cx-Cg-hydroxyalkyl ; 

R 4 is selected from the group consisting of hydrogen, C x - 
C 6 -alkyl , C 3 -C 6 -alkenyl , C 3 -C 6 -alkinyl , C 3 -C 6 -cycloalkyl , 
hydroxy, Ci-Cg-alkoxy and benzyloxy; 

k is 0 or 1, 

A is selected from the group consisting of 
Ci-Ce-alkylene, 

a susbstituted C 1 -C 6 -alkylene which is substituted one to 
three- fold by C 1 -C 3 -alkyl, hydroxy, Ci-C-j-alkoxy , or fluorine, 

Page 83 of 115 



09/596, 001 



Atty Dkt No. 69176 



or phenyl, 

C 2 -C 6 -alkylene / in which a methylene unit is isosterically 
replaced by O, S, NR 9 , CO, SO or S0 2/ wherein, with the 
exception of CO, the isosteric substitution is not adjacent to 
the amide group and R 9 is selected from the group consisting of 
hydrogen, Ci-Cg-alkyl, C 3 -C 6 -alkenyl , C 3 -C 6 -alkinyl , Ci-Cg-acyl 
and Ci-Cg-alkanesulf onyl , 

1, 2 " eye 1 opr opy 1 ene , 

C 2 -C 6 -alkenylene, 

a substituted C 2 -C 6 -alkenylene which is substituted once 
to three-fold by C 1 -C 3 -alkyl, hydroxy, C 1 -C 3 -alkoxy , fluorine, 
or cyano or phenyl , 

C 4 -C 6 -alkadienylene , 

a substituted C 4 -C 6 -alkadienylene which is substituted 
once or twice by C!-C 3 -alkyl, fluorine, or cyano or phenyl ; 

1,3, 5-hexatrienylene, 

a 1 , 3 , 5-hexatrienylene which is substituted by Ci-C 3 - 
alkyl, fluorine, or cyano or phenyl , and 





ethinylene , 



D is selected from the group consisting of C 2 -C 10 - 



alkylene , 



a substituted C 2 -C 10 -alkylene which is substituted once or 
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twice by Ci-Cg-alkyl, hydroxy, or C^-Cg-alkoxy ; 
C 4 -C 10 -alkenylene, 

a substituted C 4 -C 10 -alkenylene which is substituted once 
or twice by Ci-Ce-alkyl, hydroxy, or Ci-Cg-alkoxy ; 

C 4 -C 10 -alkinylene, 

a substituted C 4 -C 10 -alkinylene which is substituted once 
or twice by Ci-Cg-alkyl, hydroxy, or Ci-Cg-alkoxy ; and 

C 2 -C 10 -alkylene, C 4 -C 10 -alkenylene or C 4 -C 10 -alkinylene , in 
which one to three methylene units are isosterically replaced 
by O, S, NR 10 , CO, SO, or S0 2 , wherein R 10 has the same meaning 
as R 9 , but is selected independently thereof; 



q is 1- — 2r- f — or — 3* ; 

R 11 is selected from the group consisting of hydrogen C ± - 
C 6 -alkyl, hydroxy, hydroxymethyl , carboxy, or C 2 -C 7 - 
alkoxycarbonyl , 



E is 




wherein 
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R 12 is selected from the group consisting of hydrogen, C x - 
C 6 -alkyl and an oxo group adjacent to a nitrogen atom, 
G 1 is - (CH 2 ) r - (CR 14 R 15 ) S -R 13 

r is 0 to 3, 

s is 0 or 1, 

R 13 is selected from the group consisting of hydrogen, C x - 
C 6 -alkyl , C 3 -C 6 -alkenyl , C 3 -C 6 -alkinyl , C 3 -C 8 -cycloalkyl , 

saturated or unsaturated four to eight-membered 
heterocycles which contain one or two hetero-atoms selected 
from the group consisting of N, S and 0, 

benzyl , phenyl , 

monocyclic aromatic five or six-membered heterocycles, 

monocyclic aromatic five or six-membered heterocycles 
which contain one to three hetero-atoms selected from the 
group consisting of N, S and O where the heter-atoms and are 
either bound directly or over a methylene group, 

anellated bi- and tricyclic aromatic or partially 
hydrogenated carbocyclic ring systems with 8 to 16 ring atoms 
and at least one aromatic ring, wherein the linkage occurs 
either over an aromatic or a hydrogenated ring and either 
directly or over a methylene group, 

anellated bi- and tricyclic aromatic or partially 
hydrogenated heterocyclic ring systems with 8 to 16 ring atoms 
and at least one aromatic ring, wherein one to three ring 
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atoms are selected from the group consisting of N, S and O and 
the linkage can occur either over an aromatic ring or a 
hydrated ring and either directly or over a methylene group, 

R 14 has the same meaning as R 13 , but is selected 
independently thereof ; 

R 15 is selected from the group consisting of hydrogen, 
hydroxy, methyl, benzyl, and phenyl, 

monocyclic aromatic five or six-member heterocycles , 
which contain one to three hetero-atoms selected from the 
group consisting of N, S and O and wherein the hetero-atoms 
are either bound directly or over a methylene group, 

anellated bi- and tricyclic aromatic or partially 
hydrogenated carbocyclic ring systems with 8 to 16 ring atoms 
and at least one aromatic ring, wherein the linkage occurs 
either over an aromatic or a hydrogenated ring and either 
directly or over a methylene group, 

anellated bi- and tricyclic aromatic or partially 
hydrogenated heterocyclic ring systems with 8 to 16 ring atoms 
and at least one aromatic ring, wherein one to three ring 
atoms are selected from the group consisting of N, S and O and 
the linkage occurs either over an aromatic ring or a hydrated 
ring and either directly or over a methylene group. 

37 . (Currently amended) A method for production of 
compounds according to formula (I) 
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R 




-N-D-E-G 




(0) k 



(I) 



wherein G is selected from the group consisting of an 
acyl residue, a carbamoyl residue, a sulfonyl residue and a 
phosphinoyl residue, 

wherein compounds of a formula 



are reacted with a compound of formula (V) 

HO - G (V) 

wherein G is selected from the group consisting of acyl 
residues, carbamoyl residues, sulfonyl residues, and 
phosphinoyl residues , 




(0) k 
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wherein : 

R 1 is selected from the group consisting of hydrogen, 
halogen, cyano, Ci-Cg-alkyl, C 3 -C 6 -alkenyl , C 2 -C 6 -alkinyl , 
trif luoromethyl , C 3 -C 8 -cycloalkyl , C 1 -C 6 -hydroxyalkyl , hydroxy, 
Ci-Cg-alkoxy , C 3 -C 6 -alkenyloxy , C 3 -C 6 -alkinyloxy , benzyloxy, C x - 
C 7 -alkanoyloxy, C 2 -C 7 -alkoxycarbonyloxy , C^-Cg-alkylthio, C 3 -C 6 - 
alkenylthio, C 3 -C 6 -alkinylthio, C 3 -C 8 -cycloalkyloxy , C 3 -C 8 - 
cycloalkylthio , C 2 -C 7 -alkoxycarbonyl , aminocarbonyl , C 2 -C 7 - 
alkylaminocarbonyl , C 3 -C 13 -dialkylaminocarbonyl , carboxy , 
phenyl, phenoxy, phenyl thio, pyridyloxy, pyridylthio, and 
NR 5 R 6 , wherein 

R 5 and R 6 are selected independently of each other from 
the group consisting of hydrogen, Ci-Ce-alkyl, C 3 -C 6 -alkenyl , 
C 3 -C 6 -alkinyl , benzyl and phenyl; 

R 2 is selected from the group consisting of hydrogen, 
halogen, cyano, C x -C 6 -alkyl , trif luoromethyl , hydroxy, C!-C 6 - 
alkoxy, benzyloxy and C 1 -C 7 -alkanoyloxy ; 

R 3 is selected from the group consisting of hydrogen, 
halogen, Ci-Cg-alkyl, trif luoromethyl and Cx-Cg-hydroxyalkyl ; 

R 4 is selected from the group consisting of hydrogen, C x - 
C 6 -alkyl , C 3 -C 6 -alkenyl , C 3 -C 6 -alkinyl , C 3 -C 6 -cycloalkyl , 
hydroxy, Ci-Cg-alkoxy and benzyloxy; 

k is 0 or 1, 

A is selected from the group consisting of 
Ci-Cg-alkylene, 

a susbstituted Ci-Ce-alkylene which is substituted one to 
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three-fold by C 1 -C 3 -alkyl / hydroxy, C 1 -C 3 -alkoxy , or fluorine, 
or phenyl, 

C 2 -C 6 -alkylene, in which a methylene unit is isosterically 
replaced by O, S, NR 9 , CO, SO or S0 2 , wherein, with the 
exception of CO, the isosteric substitution is not adjacent to 
the amide group and R 9 is selected from the group consisting of 
hydrogen, C^Cg-alkyl, C 3 -C 6 -alkenyl , C 3 -C 6 -alkinyl , C^Cg-acyl 
and Cx-Cg-alkanesulf onyl , 

1 , 2^cyclopropylene, 

C 2 -C 6 -alkenylene , 

a substituted C 2 -C 6 -alkenylene which is substituted once 
to three-fold by C 1 -C 3 -alkyl, hydroxy, Ci-C 3 -alkoxy , fluorine, 
or cyano or phenyl , 

C 4 -C 6 -alkadienylene, 

a substituted C 4 -C 6 -alkadienylene which is substituted 
once or twice by Ci-C^alkyl, fluorine, or cyano or phenyl ; 

1,3, 5-hexatrienylene , 

a 1 , 3 , 5-hexatrienylene which is substituted by C 1 -C 3 - 
alkyl, fluorine, or cyano or phenyl , and 

ethinylene, 

D is selected from the group consisting of C 2 -C 10 - 
alkylene, 
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a substituted C 2 -C 10 -alkylene which is substituted once or 
twice by Ci-Ce-alkyl, hydroxy, or Ci-Cg-alkoxy ; 

C 4 -C 10 -alkenylene , 

a substituted C 4 -C 10 -alkenylene which is substituted once 
or twice by Ci-Ce-alkyl, hydroxy, or Ci-Cg-alkoxy ; 

C 4 -C 10 -alkinylene , 

a substituted C 4 -C 10 -alkinylene which is substituted once 
or twice by Ci-Cg-alkyl, hydroxy, or Cx-Cg-alkoxy ; and 

C 2 -C 10 -alkylene / C 4 -C 10 -alkenylene or C 4 -C 10 -alkinylene, in 
which one to three methylene units are isosterically replaced 
by O, S, NR 10 , CO, SO, or S0 2 , wherein R 10 has the same meaning 
as R 9 , but is selected independently thereof; 



q is 1- — 9r, — or — 3- ; 

R 11 is selected from the group consisting of hydrogen C^- 
C 6 -alkyl, hydroxy, hydroxymethyl , carboxy, or C 2 -C 7 - 
alkoxycarbonyl , 



E is 




wherein 
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R 12 is selected from the group consisting of hydrogen, C 
C 6 -alkyl and an oxo group adjacent to a nitrogen atom. 



38. (Currently amended) A method for production of 
compounds according to formula (I) 

>3 




f 



R' 



A-C-N-D-E-G 
I 

R 4 



(0) k 

wherein compounds of a formula 

>3 



(I) 




? 



R 




A-C-N-D-E-H 



R 



(0) k 



are reacted with a carbonyl group transmitter to an 
intermediate product which is reacted with a primary or 
secondary amine having the formula (VI) 
H-NR 13 R 15 (VI) 

wherein : 

R 1 is selected from the group consisting of hydrogen, 
halogen, cyano, Ci-Ce-alkyl, C 3 -C 6 -alkenyl , C 2 -C 6 -alkinyl , 
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trif luoromethyl , C 3 -C 8 -cycloalkyl , Ci-Cg-hydroxyalkyl , hydroxy, 
Ci-Cg-alkoxy, C 3 -C 6 -alkenyloxy , C 3 -C 6 -alkinyloxy , benzyloxy, Ci- 
C 7 -alkanoyloxy, C 2 -C 7 -alkoxycarbonyloxy , Ci-Cg-alkylthio, C 3 -C 6 - 
alkenylthio, C 3 -C 6 -alkinyl thio , C 3 -C 8 -cycloalkyloxy , C 3 -C 8 - 
cycloalkylthio , C 2 -C 7 -alkoxycarbonyl , aminocarbonyl , C 2 -C 7 - 
alkylaminocarbonyl , C 3 -C 13 -dialkylaminocarbonyl , carboxy , 
phenyl, phenoxy, phenyl thio, pyridyloxy, pyridylthio, and 
NR 5 R 6 , wherein 

R 5 and R 6 are selected independently of each other from 
the group consisting of hydrogen, Ci-C^-alkyl, C 3 -C 6 -alkenyl , 
C 3 -C 6 -alkinyl , benzyl and phenyl; 

R 2 is selected from the group consisting of hydrogen, 
halogen, cyano, Ci-Cg-alkyl, trif luoromethyl , hydroxy, C x -C 6 - 
alkoxy, benzyloxy and C 1 -C 7 -alkanoyloxy ; 

R 3 is selected from the group consisting of hydrogen, 
halogen, Ci-Cg-alkyl, trif luoromethyl and Ci-Cg-hydroxyalkyl ; 

R 4 is selected from the group consisting of hydrogen, C x - 
C 6 -alkyl , C 3 -C 6 -alkenyl , C 3 -C 6 -alkinyl , C 3 -C 6 -cycloalkyl , 
hydroxy, C^-Cg-alkoxy and benzyloxy; 

k is 0 or 1, 

A is selected from the group consisting of 
Cx-Cg-alkylene, 

a susbstituted Ci-Ce-alkylene which is substituted one to 
three-fold by C 1 -C 3 -alkyl, hydroxy, C 1 -C 3 -alkoxy , or fluorine, 
o r phenyl , 
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C 2 -C 6 -alkylene / in which a methylene unit is isosterically 
replaced by O, S, NR 9 , CO, SO or S0 2 , wherein, with the 
exception of CO, the isosteric substitution is not adjacent to 
the amide group and R 9 is selected from the group consisting of 
hydrogen, C!-C 6 -alkyl, C 3 -C 6 -alkenyl , C 3 -C 6 -alkinyl , Ci-Cg-acyl 
and Ci-Cg-alkanesulf onyl , 

1 , 2"C^clopropylene f 

C 2 -C 6 -alkenylene , 

a substituted C 2 -C 6 -alkenylene which is substituted once 
to three-fold by C 1 -C 3 -alkyl, hydroxy, C x -C 3 -alkoxy , fluorine, 
or cyano or phenyl , 

C 4 -C 6 -alkadienylene , 

a substituted C 4 -C 6 -alkadienylene which is substituted 
once or twice by C 1 -C 3 -alkyl, fluorine, or cyano or phenyl , j _ 

1,3, 5-hexatrienylene, 

a 1 , 3 , 5-hexatrienylene which is substituted by C;l-C 3 - 
alkyl, fluorine, or cyano or phenyl , and 

ethinylene-rjL 

D is selected from the group consisting of C 2 -C 10 - 
alkylene, 

a substituted C 2 -C 10 -alkylene which is substituted once or 
twice by C 1 -C 6 -alkyl, hydroxy, or Ci-Ce-alkoxyr^. 
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C 4 -C 10 -alkenylene / 

a substituted C 4 -C 10 -alkenylene which is substituted once 
or twice by Ci-Cg-alkyl, hydroxy, or Ci-Cg-alkoxyT^. 

C 4 -C 10 -alkinylene / 

a substituted C 4 -C 10 -alkinylene which is substituted once 
or twice by Ci-Cg-alkyl, hydroxy, or Ci-Cg-alkoxyr^ and 

C 2 -C 10 -alkylene, C 4 -C 10 -alkenylene or C 4 -C 10 -alkinylene , in 
which one to three methylene units are isosterically replaced 
by O, S, NR 10 , CO, SO, or S0 2 , wherein R 10 has the same meaning 
as R 9 , but is selected independently thereof; 



q is 1- — 9n — or — 3- ; 

R 11 is selected from the group consisting of hydrogen C ± - 
C 6 -alkyl, hydroxy, hydroxymethyl , carboxy, or C 2 -C 7 - 
alkoxycarbonyl , 

R 12 is selected from the group consisting of hydrogen, d~ 
C 6 -alkyl and an oxo group adjacent to a nitrogen atom, 



E is 




wherein 
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wherein G is - C - (CH 2 ) r -NR 13 R 15 



O 



wherein r = 0 , 

R 13 is selected from the group consisting of hydrogen, C^- 
C 6 -alkyl , C 3 -C 6 -alkenyl , C 3 -C 6 -alkinyl , C 3 -C 8 -cycloalkyl , 

saturated or unsaturated four to eight-membered 
heterocycles which contain one or two hetero-atoms selected 
from the group consisting of N, S and 0, 

benzyl, phenyl, 

monocyclic aromatic five or six-membered heterocycles, 

monocyclic aromatic five or six-membered heterocycles 
which contain one to three hetero-atoms selected from the 
group consisting of N, S and O where the heter-atoms and are 
either bound directly or over a methylene group, 

anellated bi- and tricyclic aromatic or partially 
hydrogenated carbocyclic ring systems with 8 to 16 ring atoms 
and at least one aromatic ring, wherein the linkage occurs 
either over an aromatic or a hydrogenated ring and either 
directly or over a methylene group, 

anellated bi- and tricyclic aromatic or partially 
hydrogenated heterocyclic ring systems with 8 to 16 ring atoms 
and at least one aromatic ring, wherein one to three ring 
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atoms are selected from the group consisting of N, S and O and 
the linkage can occur either over an aromatic ring or a 
hydrated ring and either directly or over a methylene group, 

R 15 is selected from the group consisting of hydrogen, 
hydroxy, methyl, benzyl, and phenyl, 

monocyclic aromatic five or six-member heterocycles , 
which contain one to three hetero-atoms selected from the 
group consisting of N, S and O and wherein the hetero-atoms 
are either bound directly or over a methylene group, 

anellated bi- and tricyclic aromatic or partially 
hydrogenated carbocyclic ring systems with 8 to 16 ring atoms 
and at least one aromatic ring, wherein the linkage occurs 
either over an aromatic or a hydrogenated ring and either 
directly or over a methylene group, 

anellated bi- and tricyclic aromatic or partially 
hydrogenated heterocyclic ring systems with 8 to 16 ring atoms 
and at least one aromatic ring, wherein one to three ring 
atoms are selected from the group consisting of N, S and O and 
the linkage occurs either over an aromatic ring or a hydrated 
ring and either directly or over a methylene group. 

39. (Currently amended) A method for production of 
compounds according to formula (I) 
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are reacted with a compound of formula (VII) 
0=C=N-R 13 (VII) 

wherein : 

R 1 is selected from the group consisting of hydrogen, 
halogen, cyano, Ci-Cg-alkyl, C 3 -C 6 -alkenyl , C 2 -C 6 -alkinyl , 
trif luoromethyl , C 3 -C 8 -cycloalkyl , Ci-Cg-hydroxyalkyl , hydroxy, 
Ci-Cg-alkoxy, C 3 -C 6 -alkenyloxy , C 3 -C 6 -alkinyloxy , benzyloxy, d- 
C 7 -alkanoyloxy , C 2 -C 7 -alkoxycarbonyloxy , Ci-Cg-alkylthio , C 3 -C 6 - 
alkenylthio, C 3 -C 6 -alkinyl thio , C 3 -C 8 -cycloalkyloxy , C 3 -C 8 - 
cycloalkylthio , C 2 -C 7 -alkoxycarbonyl , aminocarbonyl , C 2 -C 7 - 
alkylaminocarbonyl , C 3 -C 13 -dialkylaminocarbonyl , carboxy, 
phenyl, phenoxy, phenyl thio, pyridyloxy, pyr idyl thio, and 
NR 5 R 6 , wherein 
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R 5 and R 6 are selected independently of each other from 
the group consisting of hydrogen, Ci-Ce-alkyI, C 3 -C 6 -alkenyl , 
C 3 -C 6 -alkinyl , benzyl and phenyl; 

R 2 is selected from the group consisting of hydrogen, 
halogen, cyano, Ci-Cg-alkyl, trif luoromethyl , hydroxy, C^-Cg- 
alkoxy, benzyloxy and Ci-C-y-alkanoyloxy ; 

R 3 is selected from the group consisting of hydrogen, 
halogen, Ci-Ce-alkyl, trif luoromethyl and Ci-Cg-hydroxyalkyl ; 

R 4 is selected from the group consisting of hydrogen, C^- 
C 6 -alkyl , C 3 -C 6 -alkenyl , C 3 -C 6 -alkinyl , C 3 -C 6 -cycloalkyl , 
hydroxy, C!-C 6 -alkoxy and benzyloxy; 

k is 0 or 1, 

A is selected from the group consisting of 
Cx-Cg-alkylene, 

a susbstituted Ci-Cg-alkylene which is substituted one to 
three-fold by C;L-C 3 -alkyl , hydroxy, Ci-C^-alkoxy , or fluorine, 
or phenyl , 

C 2 -C 6 -alkylene, in which a methylene unit is isosterically 
replaced by O, S, NR 9 , CO, SO or S0 2 , wherein, with the 
exception of CO, the isosteric substitution is not adjacent to 
the amide group and R 9 is selected from the group consisting of 
hydrogen, Ci-Cg-alkyl, C 3 -C 6 -alkenyl , C 3 -C 6 -alkinyl , Ci-Cg-acyl 
and Ci-Ce-alkanesulf onyl , 

1, 2*- j cyclopropyleiie , 
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C 2 -C 6 -alkenylene, 

a substituted C 2 -C 6 -alkenylene which is substituted once 
to three-fold by Cj-Ca-alkyl, hydroxy, Ci-Ca-alkoxy , fluorine, 
or cyano ov phenyl , 

C 4 -C 6 -alkadienylene, 

a substituted C 4 -C 6 -alkadienylene which is substituted 
once or twice by C 1 -C 3 -alkyl, fluorine, or cyano or pheny 1 ; 

1,3, 5-hexatrienylene, 

a 1 , 3 , 5-hexatrienylene which is substituted by C!-C 3 - 
alkyl, fluorine, or cyano or phenyl , and 

ethinylene, 

D is selected from the group consisting of C 2 -C 10 - 
alkylene, 

a substituted C 2 -C 10 -alkylene which is substituted once or 
twice by Ci-Cg-alkyl, hydroxy, or C^-Ce-alkoxy ; 

C 4 -C 10 -alkenylene, 

a substituted C 4 -C 10 -alkenylene which is substituted once 
or twice by Ci-Cg-alkyl, hydroxy, or Ci-Cg-alkoxy ; 

C 4 -C 10 -alkinylene, 

a substituted C 4 -C 10 -alkinylene which is substituted once 
or twice by Ci-Cg-alkyl, hydroxy, or Cx-Ce-alkoxy ; and 
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C 2 -C 10 -alkylene, C 4 -C 10 -alkenylene or C 4 -C 10 -alkinylene / in 
which one to three methylene units are isosterically replaced 
by O, S, NR 10 , CO, SO, or S0 2/ wherein R 10 has the same meaning 
as R 9 , but is selected independently thereof ; 

E is 




wherein 

q is 1- — 2r-, — or 3 ; 

R 11 is selected from the group consisting of hydrogen C ± - 
C 6 -alkyl, hydroxy, hydroxymethyl , carboxy, or C 2 -C 7 - 
alkoxycarbonyl , 

R 12 is selected from the group consisting of hydrogen, C ± - 
C 6 -alkyl and an oxo group adjacent to a nitrogen atom, 
wherein G is 

- C -NHR 13 
O 

R 13 is selected from the group consisting of hydrogen, C^- 
C 6 -alkyl , C 3 -C 6 -alkenyl , C 3 -C 6 -alkinyl , C 3 -C 8 -cycloalkyl , 

saturated or unsaturated four to eight-membered 
heterocycles which contain one or two hetero- atoms selected 
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from the group consisting of N, S and 0, 
benzyl , phenyl , 

monocyclic aromatic five or six-membered heterocycles, 

monocyclic aromatic five or six-membered heterocycles 
which contain one to three hetero-atoms selected from the 
group consisting of N, S and O where the heter-atoms and are 
either bound directly or over a methylene group, 

anellated bi- and tricyclic aromatic or partially 
hydrogenated carbocyclic ring systems with 8 to 16 ring atoms 
and at least one aromatic ring, wherein the linkage occurs 
either over an aromatic or a hydrogenated ring and either 
directly or over a methylene group, 

anellated bi- and tricyclic aromatic or partially 
hydrogenated heterocyclic ring systems with 8 to 16 ring atoms 
and at least one aromatic ring, wherein one to three ring 
atoms are selected from the group consisting of N, S and O and 
the linkage can occur either over an aromatic ring or a 
hydrated ring and either directly or over a methylene group. 

40. (Currently amended) The pyridylalkane, pyridylalkene 
and pyridylalkine carboxamindes of formula (I) of claim 2 
wherein aromatic ring systems in the substituents R 1 , R 2 , R 4 , 
R 5 , R 6 , R 13 , R 14 , R 15 , and R 16 , ftr * and Ar* and/ or in the ring 
system -NR 13 R 15 may be substituted 

independently from each other by one to three of the same or 
different groups sleeted from the group consisting of halogen, 
cyano, C!-C 6 -alkyl, trif luoromethyl , C 3 -C 8 -cycloalkyl , phenyl, 
benzyl, hydroxy, Cx-Ce-hydroxyalkyl , C x -C 6 -alkoxy , C x -C 6 -alkoxy 
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entirely or partially substituted by fluorine, benzyloxy, 
phenoxy, mercapto, Ci-Cg-alkylthio, carboxy, C 2 -C 7 -carboxyalkyl , 
C 2 -C 7 -carboxyalkenyl , C 2 -C 7 -alkoxycarbonyl , benzyloxycarbonyl , 
nitro, amino, mono-Ci-Cg-alkylamino , di- (C!-C 6 -alkyl ) -amino and, 
methylene dioxide for two adjacent residues on the aromatic 
ring, and wherein 

alkyl- alkenyl- and cycloalkyl residues in the groups G 1 , 
— and G* — are substituted by one or two of the same or 
different groups which are selected from the group consisting 
of hydroxy, carboxy, C 2 -C 7 -alkoxycarbonyl , benzyloxycarbonyl, 
amino, mono-Ci-Cg-alkylamino and di- (Cx-Cg-alkyl-amino) , their 
cis- and trans-isomers E- and Z-isomers, diastereomers and 
other isomers as well as their racemic or non-racemic mixtures 
and the corresponding endo- and exo-isomers when the ring 
system E is bicyclic, their tautomers; their acid addition 
salts and their hydrates and solvates. 

41. (Currently amended) The compound of formula (I) of 
claim 3 wherein aromatic ring systems in the substituents R 1 , 
R 2 , R 4 , R 5 , R 6 , R 13 , R 14 , R 15 , and R 16 , fer * and Ar 2 and/or in the 
ring system -NR 13 R 15 may be substituted independently from each 
other by one to three of the same or different groups sleeted 
from the group consisting of halogen, cyano, Ci-Cg-alkyl, 
trif luoromethyl , C 3 -C 3 -cycloalkyl , phenyl, benzyl, hydroxy, C^- 
C 6 -hydroxyalkyl , Cx-Cg-alkoxy , Ci-Cg-alkoxy entirely or 
partially substituted by fluorine, benzyloxy, phenoxy, 
mercapto, Ci-Ce-alkylthio , carboxy, C 2 -C 7 -carboxyalkyl , C 2 -C 7 - 
carboxyalkenyl , C 2 -C 7 -alkoxycarbonyl , benzyloxycarbonyl , nitro , 
amino, mono-Cx-Cg-alkylamino , di- (Ci-Cg-alkyl ) -amino and, 
methylene dioxide for two adjacent residues on the aromatic 
ring, and wherein 

alkyl- alkenyl- and cycloalkyl residues in the groups G 1 , 
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— and G* — are substituted by one or two of the same or 
different groups which are selected from the group consisting 
of hydroxy, carboxy, C 2 -C 7 -alkoxycarbonyl , benzyloxycarbonyl , 
amino, mono-Ci-Cg-alkylamino and di- (Ci-Cg-alkyl-amino) . 

42. (Currently amended) The pharmaceutical composition 
of claim 12 aromatic ring systems in the substituents R 1 , R 2 , 
R 4 , R 5 , R 6 , R 13 , R 14 , R 15 , and R 16 , j*r * and Ar* and/or in the ring 
system -NR 13 R 15 may be substituted independently from each other 
by one to three of the same or different groups sleeted from 
the group consisting of halogen, cyano, Ci-Cg-alkyl, 

trif luoromethyl , C 3 -C 8 -cycloalkyl , phenyl, benzyl, hydroxy, C x - 
C 6 -hydroxyalkyl , Ci-Cg-alkoxy , C 1 -C 6 -alkoxy entirely or 
partially substituted by fluorine, benzyloxy, phenoxy, 
mercapto, Ci-Cg-alkylthio, carboxy, C 2 -C 7 -carboxyalkyl , C 2 -C 7 - 
carboxyalkenyl , C 2 -C 7 -alkoxycarbonyl , benzyloxycarbonyl , nitro , 
amino, mono-Ci-Cg-alkylamino , di- (Cx-Cg-alkyl ) -amino and, 
methylene dioxide for two adjacent residues on the aromatic 
ring, and wherein 

alkyl- alkenyl- and cycloalkyl residues in Lhe groups G 1 — 
€P- — and G ? are substituted by one or two of the same or 
different groups which are selected from the group consisting 
of hydroxy, carboxy, C 2 -C 7 -alkoxycarbonyl , benzyloxycarbonyl, 
amino, mono-Ci-Ce-alkylamino and di- (Ci-Ce-alkyl-amino) . 

43. (Currently amended) The pharmaceutical composition 
of claim 32 aromatic ring systems in the substituents R 1 , R 2 , 
R 4 , R 5 , R 6 , R 13 , R 14 , R 15 , and R 16 , Ar * and Ar* and/or in the ring 
system -NR 13 R 15 may be substituted independently from each other 
by one to three of the same or different groups sleeted from 
the group consisting of halogen, cyano, Ci-Cg-alkyl, 

trif luoromethyl , C 3 -C 8 -cycloalkyl , phenyl, benzyl, hydroxy, C x - 
C 6 -hydroxyalkyl , Ci-Cg-alkoxy , Cx-Cg-alkoxy entirely or 
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partially substituted by fluorine, benzyloxy, phenoxy, 
mercapto, Ci-Cg-alkylthio, carboxy, C 2 -C 7 -carboxyalkyl , C 2 -C 7 - 
carboxyalkenyl , C 2 -C 7 -alkoxycarbonyl , benzyloxycarbonyl , nitro, 
amino, mono-Ci-Cg-alkylamino , di- (Ci-Ce-alkyl ) -amino and, 
methylene dioxide for two adjacent residues on the aromatic 
ring, and wherein 

alkyl- alkenyl- and cycloalkyl residues in the groups G 1 , 
G 2 , and G 3 are substituted by one or two of the same or 
different groups which are selected from the group consisting 
of hydroxy, carboxy, C 2 -C 7 -alkoxycarbonyl , benzyloxycarbonyl, 
amino, mono-Ci-Cg-alkylamino and di- (Ci-Cg-alkyl-amino) . 

44. (Currently amended) The method of claim 33 wherein 
aromatic ring systems in the substituents R 1 , R 2 , R 4 , R 5 , R 6 , 
R 13 , R 14 , R 15 , and R 16 , and Ar* and/or in the ring system - 
NR 13 R 15 may be substituted independently from each other by one 
to three of the same or different groups sleeted from the 
group consisting of halogen, cyano, C^-Cs-alkyl , 

trif luoromethyl , C 3 -C 8 -cycloalkyl , phenyl, benzyl, hydroxy, 
C 6 -hydroxyalkyl , Ci-Cg-alkoxy , C^-Ce-alkoxy entirely or 
partially substituted by fluorine, benzyloxy, phenoxy, 
mercapto, C^-Cg-alkylthio , carboxy, C 2 -C 7 -carboxyalkyl , C 2 -C 7 - 
carboxyalkenyl , C 2 -C 7 -alkoxycarbonyl , benzyloxycarbonyl , nitro, 
amino, mono-Ci-Cg-alkylamino, di- (Ci-Cg-alkyl ) -amino and, 
methylene dioxide for two adjacent residues on the aromatic 
ring, and wherein 

alkyl- alkenyl- and cycloalkyl residues in the groups G 1 , 
— and G* — are substituted by one or two of the same or 
different groups which are selected from the group consisting 
of hydroxy, carboxy, C 2 -C 7 -alkoxycarbonyl , benzyloxycarbonyl, 
amino, mono-Ci-Cg-alkylamino and di- (Ci-Ce-alkyl-amino) . 

45. (Currently amended) The method of claim 34 wherein 
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aromatic ring systems in the substituents R 1 , R 2 , R 4 , R 5 , R 6 , 
R 13 , R 14 , R 15 , and R 16 , Ar 1 and Ar* and/or in the ring system - 
NR 13 R 15 may be substituted independently from each other by one 
to three of the same or different groups sleeted from the 
group consisting of halogen, cyano, Ci-Cg-alkyl, 

trif luoromethyl, C 3 -C 8 -cycloalkyl , phenyl, benzyl, hydroxy, d- 
C 6 -hydroxyalkyl , Ci-Cg-alkoxy , Ci-Cg-alkoxy entirely or 
partially substituted by fluorine, benzyloxy, phenoxy, 
mercapto, Ci-Cg-alkylthio, carboxy, C 2 -C 7 -carboxyalkyl , C 2 -C 7 - 
carboxyalkenyl , C 2 -C 7 -alkoxycarbonyl , benzyloxycarbonyl , nitro, 
amino, mono-C^-Ce-alkylamino, di- (Ci-Cg-alkyl ) -amino and, 
methylene dioxide for two adjacent residues on the aromatic 
ring, and wherein 

alkyl- alkenyl- and cycloalkyl residues in the groups GV 
— and G^ -are substituted by one or two of the same or 
different groups which are selected from the group consisting 
of hydroxy, carboxy, C 2 -C 7 -alkoxycarbonyl , benzyloxycarbonyl, 
amino, mono-Ci-Cg-alkylamino and di- (Ci-Cg-alkyl-amino) . 

46. (Previously presented) The pharmaceutical 
composition of claim 24 wherein a dosage unit for a single 
administration contains about 0.001 to about 2.0 mg active 
ingredient . 

47. (Previously presented) The pharmaceutical 
composition of claim 24 wherein a dosage unit for a single 
administration contains about 0.01 to about 2.0 mg active 
ingredient . 

48. (Previously presented) The pharmaceutical 
composition of claim 24 wherein a dosage unit for a single 
administration contains about 0.1, 1, 2, 5, 10, 20, 25, 30, 
50, 100, 200, 300, 500, 600, 800, 1000, 2000, 3000, 4000 to 
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about 5000 mg active ingredient. 

49. (Currently amended) A method of inhibiting colon, 
lung, liver and leukemia tumor cell growth in a human or 
animal body comprising administering to the human or animal 
body in need thereof an amount of a pharmaceutical composition 
effective for inhibiting colon, lung, liver and leukemia tumor 
cell growth, wherein the pharmaceutical composition includes a 
compound of general formula (I) 




(I) 

wherein: 

R 1 is selected from the group consisting of hydrogen, 
halogen, cyano, Ci-Cg-alkyl, C 3 -C 6 -alkenyl , C 2 -C 6 -alkinyl , 
trif luoromethyl , C 3 -C 8 -cycloalkyl , Cx-Ce-hydroxyalkyl , hydroxy, 
Ci-Ce-alkoxy , C 3 -C 6 -alkenyloxy , C 3 -C 6 -alkinyloxy , benzyloxy, C^- 
C 7 -alkanoyloxy , C 2 -C 7 -alkoxycarbonyloxy , C x -C 6 -alkylthio , C 3 -C 6 - 
alkenylthio , C 3 -C 6 -alkinylthio , C 3 -C 8 -cycloalkyloxy , C 3 -C 8 - 
cycloalkylthio, C 2 -C 7 -alkoxycarbonyl , aminocarbonyl , C 2 -C 7 - 
alkylaminocarbonyl , C 3 -C 13 -dialkylaminocarbonyl , carboxy, 
phenyl, phenoxy, phenylthio, pyridyloxy, pyridylthio, and 
NR 5 R 6 , wherein 

R 5 and R 6 are selected independently of each other from 
the group consisting of hydrogen, Ci-Cg-alkyI, C 3 -C 6 -alkenyl , 
C 3 -C 6 -alkinyl , benzyl and phenyl; 
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R 2 is selected from the group consisting of hydrogen, 
halogen, cyano, Ci-Cg-alkyl, trif luoromethyl , hydroxy, Cx-Cg- 
alkoxy, benzyloxy and Ci-Cv-alkanoyloxy ; 

R 3 is selected from the group consisting of hydrogen, 
halogen, Ci-Cg-alkyl, trif luoromethyl and Ci-Q-hydroxyalkyl ; 

R 4 is selected from the group consisting of hydrogen, C x - 
C 6 -alkyl , C 3 -C 6 -alkenyl , C 3 -C 6 -alkinyl , C 3 -C 6 -cycloalkyl , 
hydroxy, Ci-Cg-alkoxy and benzyloxy; 

k is 0 or 1, 

A is selected from the group consisting of 
Ci-Cg-alkylene, 

a susbstituted C^-Cg-alkylene which is substituted one to 
three-fold by C 1 -C 3 -alkyl, hydroxy, Ci-C^-alkoxy , or fluoriner 
or phenyl , 

C 2 -C 6 -alkylene, in which a methylene unit is isosterically 
replaced by O, S, NR 9 , CO, SO or S0 2 , wherein, with the 
exception of CO, the isosteric substitution is not adjacent to 
the amide group and R 9 is selected from the group consisting of 
hydrogen, C^Ce-alkyl, C 3 -C 6 -alkenyl , C 3 -C 6 -alkinyl , Ci-C 6 -acyl 
and Ci-Cg-alkanesulf onyl , 

1 , 2"cyclopropylene, 

C 2 -C 6 -alkenylene , 

a substituted C 2 -C 6 -alkenylene which is substituted once 
to three-fold by C 1 -C 3 -alkyl, hydroxy, Ci-Ca-alkoxy , fluorine, 
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or cyano or phenyl , 

C 4 -C 6 -alkadienylene / 

a substituted C 4 -C 6 -alkadienylene which is substituted 
once or twice by Ci-Ca-alkyl, fluorine, or cyano ^ or phenyl, 

1,3, 5-hexatrienylene, 

a 1 , 3 , 5-hexatrienylene which is substituted by Ci-Ca- 
alkyl, fluorine, or cyano or pheny 1 , and 

ethinylene, 

D is selected from the group consisting of C 2 -C 10 - 
alkylene, 

a substituted C 2 -C 10 -alkylene which is substituted once or 
twice by Ci-Cg-alkyl, hydroxy, or Ci-Cg-alkoxy ; 

C 4 -C 10 -alkenylene, 

a substituted C 4 -C 10 -alkenylene which is substituted once 
or twice by Ci-Cg-alkyl, hydroxy, or Ci-Cg-alkoxy ; 

C 4 -C 10 -alkinylene, 

a substituted C 4 -C 10 -alkinylene which is substituted once 
or twice by Ci-Cg-alkyl, hydroxy, or Ci-Cg-alkoxy ; and 

C 2 -C 10 -alkylene, C 4 -C 10 -alkenylene or C 4 -C 10 -alkinylene, in 
which one to three methylene units are isosterically replaced 
by O, S, NR 10 , CO, SO, or S0 2 , wherein R 10 has the same meaning 
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as R 9 , 



but is selected independently thereof; 



E is 



R 



n 



(D)— 




—(G) 



12 



R 



wherein 



q is 1- — 2- f — or 3 ; 

R 11 is selected from the group consisting of hydrogen C x - 
C 6 -alkyl, hydroxy, hydroxymethyl , carboxy, or C 2 -C 7 - 
alkoxycarbonyl , 

R 12 is selected from the group consisting of hydrogen, C x 
C 6 -alkyl and an oxo group adjacent to a nitrogen atom, 

G is selected from the group consisting of Gl, Q2 , — G3 , 
— and G5 , — wherein 

G 1 is - (CH 2 ) r - (CR 14 R 15 ) S -R 13 

r is 0 to 3, 

s is .0 or 1, 

R 13 is selected from the group consisting of hydrogen, d 
C 6 -alkyl , C 3 -C 6 -alkenyl , C 3 -C 6 -alkinyl , C 3 -C 8 -cycloalkyl , 
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saturated or unsaturated four to eight-membered 
heterocycles which contain one or two hetero-atoms selected 
from the group consisting of N, S and 0, 

benzyl , phenyl , 

monocyclic aromatic five or six-membered heterocycles, 

monocyclic aromatic five or six-membered heterocycles 
which contain one to three hetero-atoms selected from the 
group consisting of N, S and O where the heter-atoms and are 
either bound directly or over a methylene group, 

anellated bi- and tricyclic aromatic or partially 
hydrogenated carbocyclic ring systems with 8 to 16 ring atoms 
and at least one aromatic ring, wherein the linkage occurs 
either over an aromatic or a hydrogenated ring and either 
directly or over a methylene group, 

anellated bi- and tricyclic aromatic or partially 
hydrogenated heterocyclic ring systems with 8 to 16 ring atoms 
and at least one aromatic ring, wherein one to three ring 
atoms are selected from the group consisting of N, S and O and 
the linkage can occur either over an aromatic ring or a 
hydrated ring and either directly or over a methylene group, 

R 14 has the same meaning as R 13 , but is selected 
independently thereof ; 

R 15 is selected from the group consisting of hydrogen, 
hydroxy, methyl, benzyl, and phenyl, 



monocyclic aromatic five or six-member heterocycles, 
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which contain one to three hetero-atoms selected from the 
group consisting of N, S and O and wherein the hetero-atoms 
are either bound directly or over a methylene group, 

anellated bi- and tricyclic aromatic or partially 
hydrogenated carbocyclic ring systems with 8 to 16 ring atoms 
and at least one aromatic ring, wherein the linkage occurs 
either over an aromatic or a hydrogenated ring and either 
directly or over a methylene group, 

anellated bi- and tricyclic aromatic or partially 
hydrogenated heterocyclic ring systems with 8 to 16 ring atoms 
and at least one aromatic ring, wherein one to three ring 
atoms are selected from the group consisting of N, S and O and 
the linkage occurs either over an aromatic ring or a hydrated 
ring and either directly or over a methylene group, 

6f * i3 s e l e cted from the group conoiating of 



wherein r , — s and the subs titu tents R** to can have th e 

above meaning, — or — the group -NR^ fi^— 

w } lere j_ n — i o — a nitrogen containing hctcracyclc bound 

over — the nitrogen atom selected from the g roup consisting of 



-C-(CH 2 ) r -(CR 14 R 15 ) s -R 
O 



and 



- C - (Ctt 2 ) r -NR n R 15 
O 
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saturated or — unsaturated monocyclic, — four — to eight- 

membered nitrogen-containing lieterocycles, — 

saturated or unsaturated monocyclic, — four — to eighL» 

membered nitrogen - containing lieterocycles whiuli, — aside — from 

the essential nitrogen atom, — contain one or — two — further 

he t er o " atoms — selected from the group consisting of N, — 3 and O , 

saturated or unsaturated bi u — err — tricyclic anellated or 

bridged nitrogen - containing lietero c ycles with 0 — to 1G ring 
atoms , 

saturated or — unsaturated bi - or tricyclic anellated or 

bridged nitrogen-containing lieterocy c les with 0 — to 1G ring 
atoms which aside from the essential nitrogen atom, — contain 
one or — two — further he tro^ atoms — that are selected from N, — 3 and 
&t 

SO ? (CII ^y-R* * (G3) 

wherein r and R** have the above moaninga , 



\ /Ar 



r— 



Ar 2 



wherein 



ftr * and Ar^ are a e lectcd independently from each other 

from phenyl, — pyridyl or naphthyl, 



is GOR 
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trif luoromethyl , — e T — alkoxy, — e^— alkcnyloxy, — and benzyloxy. — 
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